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(54) AROMATIC AMIDE DERIVATIVE 



(57) Abstract: 

PROBLEM TO BE SOLVED: To obtain the subject new 
compound having Acetyl-CoA Carboxylase (hereafter, 
referred to as ACC) inhibitory activity, and useful for 
the treatment of viseral adiposis syndrome as a risk 
factor of geriatric diseases such as myocardial infarc- 
tion, cerebral infarction and diabetes. 

SOLUTION: This new compound is an aromatic amide 
derivative of formula I (R 1 and R 2 are each H, a 1- 
12C alkyl, aromatic hydrocarbon group, aromatic het- 
erocyclic group or the like; R 3 is H, a substituted 
amino, 1-1 2C alkyl, 2-1 2C alkenyl or the like; Y is 
CH=CH, N=CH, or the like; R 4 is an acidic functional 
group; ring A is an aromatic hydrocarbon group, aro- 
matic heterocyclic group or cyclic alkyl), e.g. 2-[2-(3- 
trl^<F*FP hMfylphenyIamino)benzamido]benzoic acid. 
The amide derivative of formula I is obtained, for exam- 
ple, by condensation reaction between an amino com- 
pound of formula II and a carboxylic acid compound 
of formula III in the presence of a condensation agent 



and a base in an inert solvent. 
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(i) 



Rl R2 



(3Stt>, R 1 &tfR 2 ti**H?. B8Sl>L<ii*a$ 

£**u set, zcow hxx/r 2 \± % mmiz&mw. 

=? b OSte IX 5 - 7 mnmffi m Zfflitl Z 

d -c 12 «r^W£. a$tL<tii£B$<7)c 2 ~ 

C u ff)T)V1r-)im. B&i>L<{i«BJ&DC 2 ~C 12 
«r>7n^-/u«. HlftfcKlilltHBloC! ~c 12 07 

wm®i> i < immmco^mmmmmmzTTs u . 

Yli-CH = CH-, -N = CH-, -CH = N-T'* 

r 4 JiBffisrffiat^u. 

mAteffi&h L<ttmw&<D3?%mmit*mm, a^t 

[ftM2] iA*U, 2mzw&&sz%i-z^ 
Kttii, i, 2fitca^ea^*t-i»^#K«» 
aaiifcti i , i mzw&m.*tt&m®.7)v*)vm 
x-hhmm i tmm^mr s pbsm*. 

[ mm 3 ] r 3 #ass 1 1 < u£guia#*feJKfl: 
ifciiiwit t<(i«a^^#^^sffi^a 

LTWt&C! ~c 4 7;^/K. B$tL<li 

*a^o^#K^ft7i<*s^/c(iaj«!^ L<(i*iamo 
^#«^«^a^at L-cirt«c 2 ~c 4 r^y 

H&i. L<te«a«l^#;!£«5Pif«£B$»t LT# 
■f&c, ~c 4 7;Mr L<liiKB 

tem*s*^BJa«tL-c*-ti»c 1 ~C 4 7)Va^ 
g^jiaatt u < (i*aja^#^is^a^aM* 

mm*] r 3 a%am<oc 6 -c 12 t^^s, 
*$ajt«c 6 -c 12 r/^-^s, *aitoc 6 -c 12 



R 1 * s B«ltL<{i*aJi^#Wb^ait 

Tirtsci ~c 4 cD7)i*)\smxb&smmim<7> 
awK7$ Mm*. 

[»*« 5 3 R 3 tf**fflFPC* 0 . R 1 #8$ fc L 

, , <r>TA*Mtxh h mm 2 immw&r 5 kw* 
ft. 

[ mm 6 1 Ktmsfcy^^^ ^/pst* s its 

[f«)|7] K^tSfetMRsSR 5 CONHS0 2 

-■c«s*i4«T*4ii*« 1 iea^#K7 5 mm 
r 5 (ia^i>t<(iiiamcoc 1 -c 12 (7)7 

tL<(i*a^cOC 1 ■vC 11 ©W*yST* 
h 0 ) » 

[000 1] 

ftlCf&D. PHt(±Acetyl-CoA Carboxylase (ITF. A 

CCfcMM-4*6i*ft) ffl«f?SttSr*tl.«r«^ 
[0002] 

[0003] — ^T. ACCiiAcetyl-CoAJ; DMalonyl-Co 
A o^jS*JIB9E-rsSi*-C* 0 . ft«KI»»^^J«t: 

i3ttS«a»«Tft4. ACCCiOAcetyl-CoA 
a^-kjft£ftfcMalonyl-CoA gfWi. iafi^Bgflfei!^ 
X^Wf-ait tT^ift'S^M4t4Carnitine acyltr 
ansferase %ffl&LX^&Zbtf%\t>tlX^l. 

fc. nmtoimizm&mMi®&!&nimMt. ac 

x. Acc-mmmtmmit. tk#\*nzt5^xm 
Mimn±it!&img*& b mmzm&wttb z t 
iz£*)!kfcwzt3ii&£:mmiimM.t:m-z j £. t&mk 
txbuyj-t ij vff)±^&ifmi-i £ t b % 0 . 1*1 
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[0004] 

77? ?-t %i toWMmwgwm. nzmfc*. c c 
ttw&mmmitmtL. mmLtz&%. Tie 
-®& ( i ) x-mzixmrnmr $ K3t»*c«ifcA 

t^ft:BJ:l^<o^£t«-|>^£lllIi:U 4fc£ 

«Fi&jgft-f & ; t srnait ti . 

[0005] 

[fgs£ft?&i-sfc*v)#a] #>A>£tm£B?&ti>£ 

[0006] 



Ut2] 




(I) 



R 1 R2 



[0 0 0 7] R 1 RV'R 2 (i*^)!?. 

%mmmmmm*t. mz. ^r 1 suim* ti, 

•a * 4 SfSiKi 1 1 -ft t & 0 tte LT 5 - 7 HOiS^it 
^^-rs-li:*^. R 3 liTKSIJI?. BUT 5/ 

$*>L<ti:iEg$<7)C 2 -c 12 «W-;H, 
L<(i*fi^coc 2 -c )2 <7)T^-;l^S. SfctL< 

m&n%&mmtmmtzitw% t l < {i*sB^^ 

§l£»i*£^U Y{i-CH = CH-, -N = CH 
Tar^U R 4 (iKtt-B^^^L-, SA(iS^^L< 

ammmco^mm^mm. m.®i> i < immm^ 

[00 08] 

x ( i ) -t^sft assets mmmiztitx-%\L> 
ixx^^tcmm^t^x-h 9 . fr^zti^coit-s 
uza c C'&m.mim&hz> z t i>£<mtix^tc 
fr-otz%>ff)X'foh. LfrLtrffih mithwmmn 
mm^mht^xo^ zti^t-smm. mtitzA 



c ammimtfh &zt mm uz . ttztf^ x z 
ixhit^ut. mz. owe*, mm. nsms^A 

m)%Acc%m»mt ixm^xtm^xh 
i. ifrix. *%wmcommmkLx, mt-wt 

[0009] OTK. #^0JMS&tf>5?«£7 S KtS 

fcwt rc, ~c i: <or;P*;P3lj tUTte- OKR. 

ttmmtztemm^i t tixi>±<. x^ 

;k n-7*atVk l-^f-Actf-zk y^Drof 
;k n-7*?-;k 2-Xf-)VTWV. \-X*tV?u 
£;k 1, l-^f-zl'Xf-yk ^^a7*f-7k n-** 
y-f/k i-^f-;W7't;k 2-^/k/^k 3-> 
3-/k7>/k S^nKO-f-zk 2, 
;k n-'s^fv'/k 1 -^f M>-f ;K 2->f-^k^ 
yfvk 4-^f-y^v^/k l -xf-/i/7*f-;k 2- 
xf-/L-7'^-/k 3, 3-v r .*f7l'7>/k i/9W\*i/ 
;k n-^7°f-;k 5-^f-/l^#^k 4. 4-^ 
f-;^yf-/k i^^o^r-f-yk l -^f-;^^>-;k 
2-*fvl/'v*5'7k l-7°oh°^7^-;k 2-xf-yU 
/<yf-;k ^^oA.df^P^f'/k l, l-^'x^/i/7' 
nt';k n-^-^f-zk 6-p<f-;kvr^k v-^n^- 
?^-;k l-^^-;^Tf-;k l -xf-;k^df v/k 
5, 5-x^f-/^df ^/k 2-v-?n'\dr>'yWX^- 
;k n-yx;k l-^f-^^f-^k l-t^iVJs? 
f-;k 6, 6-^f-/l^7"f-;k n— r^k 1 
f-;P/-/k 8-^f-;P/-;k 7. l-Vt+friS? 
1-J\s, n-^yfy^k l-^f-;Wri^;k 
fy;K 8. 8-^f-/L-y-;k n-Fr^k 1- 
^f-^yf^k 1 O-^fvk^r^/k 
^^yf'^k 9, 9-^f-;i/r>-^S-^-tl>i 

T5 7a, i/T/a, 7)V3*is£k. 
-)Vm. 7x-;k -f7^;^(7)^#^t**S- f- 
x-;k 7'J;k e'JvVl^c^SK^^SSrfl^-r 

*ifc*»-c#*. ttzztihco^mmtyHmmnxx/ 

7;H3*x«, -bol, T5/», ^T7«, * 
[ 0 0 1 0 3 4 . y vBMi> L < 

c i ffl^JLho«« (Dwrnmzn tx^xhx^ ^ssm» 

flSWHKtlH^ 0ilJ^{?7xX/k ^f*7i-/K 
^f-;W7xx;k ^H^fy7i-;K ^F^y7i- 
~ho7x— y-hD7i-/K ?OQ7x — 
yl/. y7PD7i^;k 7"Dt7i-/k yVn^?! 
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x/k 3— H7x— ;K 7/M"07x-;k Fy7/M" 

D^wx^, rsy7x-;k thW7i- 

/k ^W7h7x-;K y777i-;K a— f7f- 

[ooii] rwmi>L<imm»mw6mmmmj 

^OSSE? t i 1 VLt&tt 5 mttdt 6 S 

i>4<. mta. eyi^k 7'J;k *xx;k -fyF 
y/k *yy;k -ry*yy/k ^/77-;k *^y 
Vf-x^k >f $yyy/k <yX4 s/yy/k f-r 
yy;k ^-tyy^. t^vj/k eus^;k 
->';k v^-fv'y^k ^y-f>-Hy;k t:oy/w$ 

[00 12] <"c 2 ~c, 2 <or/^-;i«j it a#:tt 
*fctt#«sra«ov v^tvct J < . i -y^- 1 -r 

o^x/k l -y?-/l<-2-7 , n'^xyk 
2-7n^;Kif-/k 1 -^f;Hf-ik 1 - 
7"0'<X/k 2-7*D''<x;k l-7'f-'k 2-7"f 
x/k 2-^yr-/k l-^yf-'k 1. 3-7? 
yi/'xx/k 3-y-f;U7r-;k l-^f-t-zk 2 
-'v*-fex>k 3, 3-y^f*-l-/f^k 4, 
A-VM-)V- 1 -^yf-^k 1, 
/k 1 , 3 — MMJ-yXX/k A.;r-fx;k ^Cf- 
;k 2 -v'^D^^r^Px-f— ;py^>— /k T-fe— ^k 
-^ft-'k Fr-tex;Mg£#ij^-f £ , £ 

IvCfciH. C^SmatLTti. SflfiC, -C 12 <07 
/Mr/l/S-fWf; L JtWI*fc ft-V&iWfi Z b ifiX' 

[00 13] rc 2 -C 12 <07y^-;Hj fcLtti, 
tt*tt*fctta«»*<ovv? iiTfc ± < . l -7°t- 
/k 2-rof-;P. l -y^-;i—2-7'nt°x>k i 
-xf^-2-7ob--;K Xf-x/k 1 -7*f--;k 
2-7>x/k i, 3-^^-;k l-^yf-x 
/k 2-^yf-x;k 1, S-'Oy^'-fx/k 1— N 
df:/x/k 2-'v*i'X;k 1, 3-^*+t : J4-)V, 

3, 3-v*y^;w-i-7'f--;k ^r^-x/k 

x/k y^nMy/Hf^/l-, /x--f/k fx-;k 

SfcLTii, Traffic, ~c 12 tf5T;^;ua-Cffll*Lfca 
ttSh R-^Sr^WS Z b #7* 6 . 
[00 14] re, ~C 11 tf>7/l'3*S'Sj £ 

i'BSrlMfcU ftflsttfcti. yk^r^, xF*v> n- 
ro^i^ l-^f;Hh^y, n-7F*i-\ 2- 

^^uro^df^-. l-y-^-^'o^v-. 2-y^i- 

-2-7°n^v-, 1. l-^yf-Axbdj-i^ n-^ 



y^;M"*>\ 3-y^/k7'F*^\ l-xwar 

3fK n-'v^/M'^y, 3. 3-yyf-/k7F* 
>\ / s7'-f^^f^, 4-yf-/i-^yk :5 f y, yycfs 
=f-y;k* F*y. ;fr7fvM-*i^ yx/L-^df.^. r-> 
)VJ[*=/, ^yfy/M-Jfy, Hfy/W^f^S^ 
t S i t #T 1= I) . 4fc£it&0)7>Wf n^CtiHfcfi 

a . Huiec , -c ! 2 <?>T)v*)vmz'im Ltzwm& t m 

-<7)&£mfl Z b tfX't h . 
[001514*: riSttlT^Sj t«*sa, y;Mrr 
F», tFndMhkKS, #/ktf* yrt'g, *y*y 

4fcii, Ztlt><7)Ti F, 
k\ N-Ty/PTS HSrS*tl><, N-r^TSKS 
kLTtt. fi«litf-«*R 6 CONHS0 2 -TfiSil 

r 5 {iajttL<(a*aj«coc 1 ~c 12 o 

S. ) =5:f fti»f*Ci:jfi*r*4. R 5 <?r!8&7$yg 

^us. g&i>i<nmmm<r)c 2 ~c, 2 ^7^t-x/u 
immvmmmmmmtf. mmm^iz 1 ^v^t 2a 

^b-Wb ^ 0 1 - to y i>xy^ s h 5 ^.y yVi> 1 

-wxyV-ivm. t;p*yy3t. f-^i-*yys. 
[0016] rnzgmm t lxh, mm^^if^r 

5 k\ *7.*yT5 k\ X)V*y7$. xyl-7^7 
5 F\ 7,^7x>-7S F\ f-^^v-tS F. N-< 
yy-f ;^;P^^7 S F, N - 7 x x;^^#4f v-7 
SF\ N-^yy^f^X^yTS F, N— (3-<y 
x;M-* i^yy^k X;P*y75F. N- (4-F 
^Wn^f/Kyy^f/W T.;P*yT5 F. N-< 
y : J)V?s)V* V 7 5 F\ N - 7 x x/kx;P* y 7 S F . 
N— (4--Fn<yyM;l-) x;k*y7SF, N-< 
yy-f;P*7,* y7S F, N-^yy-<;ux^7 -r y7 
SF. N-^yy^;l^f-^-*/P^>-75 F» N-7-t 
^-)VX)Vt> y 7 5 F\ N -7'nW ;l-7.;l/^ y 7 S 
f\ n- ( 2-y^) run;4)VX)V-fcvT$. f. 
N-7'yy^;i-y;i'*y75 F. N-^-fy-^jux^ 

*y7SF, N-f*/^/^*y7SK. N-Fr 
*y^;i/^;P*y75 F\ N- (2. 2-^^)7* 
p.'NV'f;^;l-*y75 F\ N- (2-y?oMy 
/I') 7-tf/l-7,My7ih\ N-7x-7M-^y#^ 
df-;|/X;|/*y7S Fk N-^y^Tj-^r^^/^t'x/l^ 
7.^*y7 5 F\ N-y F=Jry^/l-*'-;l'X^*y7S 
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h\ N-Jih^^^Jl^-UXj^yTi F\ N-7> 

^-^*yrsF.- n- (2-Mf-)U) 7d^ 

y*/^-;^*^7S F\ N- (2, 

^^f^;^-;^;W*y75 F\ N— rs'AoMfs' 

-^;u*yrs F\ N-?!-^;/*^-;^ 
iifryrs. F\ N-^y^TSy^;^-^^*^ 

75 F\ N-*i-lV7$LStl)VX-llX)l*>T$ F\ 

N-x^rsy^/w^-y^^vrs F, N-7"?- 

/UTi/^/U+'-^X/M-.yTS F\ N- (1-^f- 
M.) xf;l/r5y*;hf-;UWy7SK N- (2 

-y^p) rntr;pr5y^;^-^^*yT5 F\ 

N — ( 2 , 2 - S JX "t)V ) ru tVUT 5 

/u*yT5 F\ N-^^rsy^;u*'-/^;i'*y 
75 F. K-istn^-silT^StilVX-ilXil-fcy 
75 F, N-^-^f-;l-7 5y*^-/ux;l-*y7S 
F, N-f^Sy^W-^W^S N- 
Hrv-^Sy^^t'-^-^^S F\ N — ( 1 — 
e^'j^-;^^-^-^) X/Ptfy75 F , N - ( 1 — 
V't.jis-ii'jjivtf-iv) X)i*yn F. n- (4- 
t;P*U;^;^-;P) 7.;i-*y75 F^PKrtftc: 
ttfX'Zh. 

i o o i 7 ] mcHKA ( i ) -ensfissrsffirs f 
«ttwaa8H*ii£»jsts - 1 ft . 

[0018] *«8tfli0tt-ft HflE-ftsC ( I ) T*3 
fift??#]&7 5 h*mW*ti3V^T» A-C*5*i.6a«i. 

jje t tz3jm&mt*mm t tzmmmmmmx-h & 

ttf & ^t^tc 7 5 KflMfitf 1 , 2 ft (Cffi$ffiffl £W 
-fftt>co#*F£L<* £tz. Atfmk7)V*)Vmz°hh 
R 4 T'^£ixfti£ttt«$r^K7 5 Ffl 

[ooi9] tt, wehr* ( i ) x-mtihJimm 
Tsmmmz&^x. r 3 m®hi<amm®m 

aatWBitUTiwic, ~c 4 T<wf;i«, am 

mtztewmh i <imm®^^mmmm^mmm 
tix^-nct ~c 4 T)v*~)vm. ifcttiBfttt 

Jft^SfaaHHttfrWHIkLTlM-fiC, -C, 7 
;p3^i4IT*S«&Cli, R 1 *«»ftt> KJiftlBft 

aH^»*Slft»tLT*f ftC, ~C, <7)7/^;l« 



X'fo&Zttfft&l^. 

[0020] trz, R 3 a%SJ&9C 5 ~C 12 7A'* 

~c 12 7;P*-^g2£li*Sift<7)C 5 ~c 12 7;kj* 
5^IT***^lctt. R 1 #8Bli>L<li*sl8l£>5?# 

Lr*t*C! ~c, (r>7>v*)imxhh 

ut. r 1 f)m®hL<imm.m^mmmty\<.mm. s 

-ffisUR* CONHSOi -X'tkZtl&&X$)hlk # 

[0021 ] *3^??«£75 Ff&gfti UC*i. ffl 
*. tf jaT<Oft£8j£fl5?r ft >Ii:A { t'#ft. 2- ( 2- 
( 2 - K U V)V ) 7 5 Sly XT S F ) SSSK : 2 - 
(2- (2-f-x-A-) 7 5 y<yX7 S F ) 
®h 2- (2- (2-7^7'J;U) TzSKyXTS. 
F ) ; 2 - ( 2 - f^)VT 5 SKyXT 5 F ) 

2- (2-^^^-/l-75y / <.yX75F) $ 
; 2 - ( 2 - F r ^7 5 / < V X7 5 F ) £,f . 
2- (2-y?D\Wi/OX75 F) £ 
A#K ; 2 - [ 2 - ( 2 -^^;P7o tW 5 7 )^ 
X7S F ] : 2 - [ 2 - ( 1 -7 , n^7'f-/P 

7S7) ^yX7=F] mmk: 2- [2- (3-^ 
f-^y^757 ) OX75 F ] £,§.#18 ; 2 - [ 2 

- ( i -yf-^^f^rsy) ^yX75 f] 

»: 2 - [2- (2-xf-;U^v;UT5/) ^y7C7 
SH]3c,&*B: 2- [2- (2. 
;l,75/) ^yX75 F] SJB.«R: 2- [2- (3- 
7 i-;P7d tVP7 5 7 ) <yX7 5 F ] : 2 

- [2 - (6-7x^My^7i/OX7iK] 
£&#BS; 2- [2- (N-^U-N-^fv^) 7 
5 7^yX7S F ] £&m : 2 - ( 2 -- f y >f y F 'J 
;^yX7 5 F ) £J&#& : 2 - ( 2 5 7< 
>X75F) -4--hn$jRS»; 2- (2-7*f->P 
757<yX75F) -5--Fn£g.#l$: 2- (2 

/l^cJR#» : 2 - ( 2 -y^-JUT 5 70X7 5 F ) - 
5-t Fo^r^t.SiS ; 2- (2-/W5Ay 
X75 F ) - 5-y h*S^cA#K ; 2 - ( 2 -7>/l< 
7 S J^yXT 5 F ) - 5 - 7 n d$*.*» : 
[0022] 2- (2-/f^7Sy-4-7x^ 
^yX7S F) Sf-SK; 2- (2-7x^75/- 
4 - 7 1 ^^-;^yX7 5 F ) ; 2 - ( 2 - 7' 

f-/P7 5 7-4 y;KyX7 5 F ) £.8.#S? : 2 

- ( 2 - 7*^7U7 5 7-4 -r>;K>-X7 5 F ) 3c.& 

2- (2-^f/17$y-4-7x^xf-^ 
^yX7 5 F ) ; 2 - ( 2 - 7*n,T 5 7-4 
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- 7 x _;Hf-;KyX7 5 F ) ; 2 - ( 2 
-7^ITT5 7-4-<7:7>:*^:^>"X75 F) £ 
.6#8S; 2- ( 2-7>/P757-4-<y> ; /M-*j-' 
OX7 5 H ) ; 2 - ( 2 - 7>;U7 5 7-4 

- a>v* y^^f ^yX7 5 F ) ; 2 - 
( 2 -7^75 7-4- t^M-*^ 7X75 F) 

2- (2- 757-4-7 
i-/l,xf-;KyX7S F ) £,f.#K ; 2 - ( 2 - 
( 2-f-X-;l/) 757-4-7x - /pxf- - ;K y X 
75F) 2- (2- (2-7;U7'J;W) 75 

7 - 4 - 7 x xActf-x/K yX7 5 F ) £,S#K : 2 

- ( 2 - 7*f7U7 5 7 - 4 - 7 x X/UXfx^y X7 
5 F) 2- (2-7f-;l/757-4-7xX 
;Wxf-x;K>-X7 5 F ) £JB.#K ; 2 - ( 2 -xf-;P 
757-4-7x ^xf~;KyX7 5 F ) £&$ 
IS; 2- (2-7'oh°yU757-4-7xX/Pxf-x^ 
OX7 5 F ) ; 2 - ( 2 -*?*)V7 5 7- 
4 - 7 xx;Uxf-x;KyX75 F ) ; 2 - 

( 2 - f^7 S ; - 4 - 7 i_/Hf ;;KyX7 S 
F) 2- (2- / <yy>7Sy-4-7i- 

/Hfi/KyX7 5 F ) ; 2 - [ 2 - ( 3 - 

7x-;i-7 0 Dtf;u) 757-4-7x-;Hf^Ky 
X75F] 

[0023] 2- ( 2-7-^-757- 5 -7xX;l/X 
f-x/l^yX75 F) £,§.#1$: 2- ( 2-xf-^75 
7 - 5 - 7 x x;Uxf-xrt"<. y X7 5 F ) ; 2 

- (2-7nt>75/-5-7x-;Hf-;KyX 
75F)£.t#K; 2- ( 2 -7>;P7 5 7- 5 - 7 x 
-^x^-^;^yX75 F ) %MMM ; 2 - ( 2 - 
f-;U7 5 7 - 5 - 7 x ^L-xf-;KyX7 5 F ) $J& 
SS§; 2- ( 2- / <.yvVl/757-5-7xX;UXf-x 
;KyX7 5 F ) ; 2 - ( 2 - 7i-*7 5 7 

- 5 - 7x^/Hf-;KyX7 5 F ) ; 2 - 
( 2 - 7 x -;b7 5 7 - 3 - 7 x -;Uf_;KyX7 
5F) 2- [2- ( 3-7xX^7°ntVH 
757-5-7x ^VXf_;KyX7 5 F ] 3cJ&# 
K; 2 - [2 - ( 2-t Fndfv-Xf-;U) 75 7-5- 
7i-;Pxf-;KyX7 5 F ] ; 2 - [ 2 - 
( 2-7;U^7hxf-;P) 757-5-7i-^xf- 

/KyX7S F] : 2- [2- (2-75 7X 

757-5-7xX;l/Xf-x/U's>-X75 F] £ 
: 2- [2- [2- (N, N-^'7^757) 
xf-;w] 7 5 7 - 5 - 7x-^Xfz;KyX7 5 F] 

[0024] 2- (2. 6-yX= J f^yP75 7'<.yX7 
5F) ftfOHH: 2- (2, 6-> ; 7xx;P7S7'<.y 
X75F)£,g.#K; 5-tHn^>-2- (2-7x 
x;l/7 5 7 - 4 - 7x-;kxfX/KyX7 5 F ) 

5-7371—2- (2-7x^757-4-7 
x ^Xf-^KVXTS F ) %MM!& ; 5 -Xnt- 



2- ( 2 - 7 x -yP7 S 7 - 4 - 7 x -/l^Xf -;Ky 
X7 5 F ) 5-7F*^-2- (2-7xX 

;P7 5 7 - 4 - 7 x Z)HfzyKyX7 5 F ) 3c.t* 
K: 5-757-2- ( 2-7xX;l/757-4-7x 
-;Hf-;KyX7 5 F ) ; 5-*)\>1)TY 

-2- (2-7xX/U75 7-4-7xX/Ux^-x;l^ 
7X75 F) %MMM: 3- (2-7x^757-4 
-7x-yHf-;KyX7S F) W7xy-2-A 

[0025] 5-737L— 2- ( 2-7x-^7S7- 
4-<yy'M^fy'<.yX75 F) £,S.#I£ : 5-Xd 
^-2- ( 2-7xX^757-4-^y^V^dr>"^ 

>-x75F) mmm-, 5-7^*^-2- (2-71 

X/U7 5 7-4 -KVi/lV** i"OX7 5 F ) 
IS : 5-757-2- (2-7x-^757-4-^y 
i/)V**i/KVX7$. F) £,§.#K; 5-7;l^77'F- 
2- ( 2-7 ±-)\/7 - A-<Vl/lV**i"<.)/X 
75 F) 3- ( 2-7xX;U75 7-4 

7 >7M-* i"<>X7 5 F) f^7xy-2 -AAo-tfy 
H2- [4- ( l-^73-x;U) -2-7xX^757 
^77'7 5 F ] ZMMM ; 2 - [ 4 - ( 1 vf-x 
/U) - 2 - 7 x —1V7 5 7^7X7 5 F ] S-t.ffB? ; 2 

- [4 - (3, 3-^7^7^7-1-^^) -2- 
7x-;P757^7X75 F] 2- [2-X 
377757-4- (3, 3-^'7f-;l/X^7-l— i 
)V) <7X75 F] 2- [4- (3-i/7o 
'v^n^D^y- l -7^) -2-7x-^75 7'< 
7X75F]£&#®!; 2- [ 2 -X3-/77 5 7-4 - 

(3, 3-^'7^-7'?7-l-W <yX7i F] 

[0 0 26] 2- [2-XiH77 5 7-4- (2-7/U 
7 U ;U ) Xfx;Ky X7 5 F ] £,f.#® ; 2 - [ 2 - 
7 x x;P7 5 7 - 5 - ( 2-t'J i'/lO xf-;K>X 
75 F] ScJRfiK: 2- [2-7x-^7S7-5- 

(2-fix;H xf-;KyX7s F] £MMM : 2 

- [2-Xf-;l-75 7-5 - (3-7F*>-7 0 oy\'y- 
1 -4 AO ^yX75 F] £<S.#K ; 2- [ 2-7>A- 
757-5- (3, 3-y ; xFJf>-rDAy-l--f 
;W) \yX7 5 F ] ; 2 - [ 2 - X371/7 5 7 
-5 - ( 4 - x F n 7 x x;P ) xfx;KyX7 5 F ] 

2- [2-X377757-5- (4-tF* 
•/7x-;H x3-x;KyX75 F] ; 2- 

[2-Xf-;l/75 7-5- (4-y777x-/H x^- 
-;KyX7 5 F ] £,ft#H ; 2 - [ 2 - 7f-;P7 5 7 
-5- ( 4 - 7 5 7 7 x X/l^ ) xf-;KyX7 5 F ] 

[0027] 4-'<.yy;my-2-7xX/l'7S7 
-N- ( 2-^7Tt-f/l'7x-;H KyXTS. F ; 
2 - 7f-;U7 5 7 - 4 - 7 x N - (2- 
7,^7r ; E'f^7x-/H^yX7SK; 2- (2-f 



(7) 
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Vi/>v) 757-4- 7x^/i/xf ~/i/-N - ( 2-x 

;P7rt-f/l/7x-/H <7X7 5 F ; 2-7fr/I775 

7-4- (3, 3 -^f-;i/7^>- l --(;!/) -N- 
(2-X;U77^/l-7x-/l-) OX75 F ; 4- 

757-n- (2-x/i'7r^/i'7x-;i/) <yxr 

5 F ; N- [2- (2-7x-7U7$y-4-7x-;I/ 
xf-;KyX7SK) 7x-WW^] T-fe F7 
5 F ; N- [2- (2-7x^7S/-4-7x^ 

xf-;Kyx'7$n 7x^;Ux;i/^-;P] 7^77 
SF ; N- [2- (2-7x^7Sy-4-7x-;P 

xf-/KyX75F) 7x-;w;t*-/P] tv\>7 

5F ; 2-7f-^-N- [2- (2-7x^75/- 
4-7x^xf-;KyX75F) 7x^XW- 
;P] rnyN 0 y7S F ; N- [2 - (2-7^/1/75 7- 
4-7x-/l/Xf-;KyX7SK) 7x-/UW- 
/H 7-fehTSH ; N- [2 - (2-7>;I/75 7-4 

- 7 x x^xfx;K>X7 5 F ) 7 x x;i^/Utf x 
)V\ *J*WT 5 F 

[0028] N- [2- [2-7>;I/7S7-4- 

(3, 3-^^X^y-i->f;P) ^yxrs K] 

7x-WW^] 7-fe F 7 5 F ; N- [2- [2- 
7^75 7-4- (3, 1-i/*1r)\r*f9V-\-4 
)V) <yXT$ F] 7x-;px;w*-;p] tfA/i/75 
F ; N- [2- [4~ (3, 3 -i^^/l/X^y- 1 - 
-f;l/) -2-7xx;i/757<yX7 5 F] 7i-;^ 
;P*x;U] 7-tF75 F;N— [2— [4 — (1 
f-x/U) -2-7x^75 70X7 5 F] 7x^ 
T+zhT^Y ; N- [2- 12-7+lVT 
57-4- ( 1 -*9^~)V) OX75F] 7x^ 
yUl/tfx/P] 7-trF75 F ; N- [2- (2-7x^1/ 
757-4-7x x^xf-/KyX7 5 F) 7x^ 
7^*x/H 7-feF75 F ; N- [2- [4- (3, 3 
-V**)V79V- 1 -xx/U) -2-7x-/I/757 
<7X75 F] 7x-7^X^x;H 7-fe F7 5 F ; N 

- [2 - [2-7f-;P75 7-4- ( 1 -*?*x;u) 
<7X75 F] 7xX;PX;P*x/U] 7-fe F75 F ; N 

- [2 - [ (2-X+)V) rnttl/**y*M-;W 
^7rt^l/] 7xX;P] -2-7x^^757-4- 
7x-^xf-;KyX7iK;N-[2-[(2, 2 

f-/U) xb^^;i/^7l/X/U7r : e'<;l/] 7x 
x/l-] -2-7x^7iy-4-7x^;l/Xfx;K 
yX7 5 F ; N- [2- (7x-^y*/W-W 
/U7r^>f/U) 7x^] -2-7X-/U757-4- 
7x^xfz;KyX7S F ; N- [2- Cs*^ 
^y*^t-;W7r : £^^) 7xX/P] -2 -7 
x x;P75 7-4 -7xX;!/Xfx;KyX7^ F ; 2 
-7^;U75/-N- [ [N- ( 2-^^7°otVl/) 
^^/^^l/Xy^r^^^] 7xX/U] -4-7 
xZ/Pxf-;KyX7SF ; 2-7>/I/757-N- 



[2 - ( 7 xx;^df y*Mx;U;P7 r t ^/H 7 
x-;U] -4-7x^Xfx/KyX7S F ; 

[00 29] N- [2 - (7^75 7A/l/#x/l^/I/ 
77^;H 7xx;p] -2-7x^75 7-4-7 
xx;Pxfx;KyX75H ; N- [2- [ 

rnbVI^75 7^;U*^77l/7r : £-f;U] 7x- 
;U] -2-7x-;i/757-4-7x-/UXf--7l/<y 
X75F; N- [2- (7xX;P7Sy*;Wfx^ 
7r^^H 7xX;l^] -2-7xX;l/757-4-7 
xX;l/Xfx;KyX7S F ; N- [2 - ( 7>/l-7 5 
/A)V^-}VX)Vyr^}V) 7x-/H -2~7xX 
^7$/-4-7x^Xfx;KyX7S F ; N- 

[2- (^^o^^75 7*;^x;UX;l/7r^:^ 
;!/) 7x^] -2-7xX^7S/-4-7x-;l/X 
fx;KyX7SF ; N- [2 - [ ( l-tWJ>V) 
#/I/#X/l/7/l/7 7^/i/] 7x^/H -2-7xX/l/ 
757-4-7x -;Uf^KyX7 5 F ; N- [2 
- [ (4-^^;l/t^7>V) *;l/,"Kx;^;U7r^>f 
;U] 7xi;H -2-7xx;i/75 7-4-7xx;i/x 
fz/K>77$ F : 

[0030] *«aw>3rsftr s Fi&gftii. r 4 *>» 

*x*i4B. <^J^««li7 5 7iS (ft 

h >;x^7 5 7ts. ty^'y*. trsyyjg. 

X7 7-^7 5 7^, FUX^7-/I/75 7JS, N, N 

-y7wayxf;i,7ay^t') . &*l«HQE 

tt7 5 m k &a#&wf& z t « . 

[003 1 ] *^0J^^#^75 FRSftti. ffliJf Jill 

[0032] 
[•(1:3 3 
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Rl R2 



(II) (III) 




R2 



[0 0 3 3] R 1 , R 2 , R 3 , R 4 , Yfcjtf 

tt&mznm-thit (in x^tihri/it^m 

k.X ( I I I ) T'^£iiS^;KyiM:£»fc£iii£ 

[0034] xm^KmmsmmitTiz'no ztv 
s^fSF, i-xf-^-3- (3-^f-^rsyrn 

tVI/) #;Mf>M 5 Ft h'o^o'J Fffm/l'tfvM 5 
FUtH, *;kt:-^y'fiy , /-;K 2-;on-l- 

y. ^;wt- >j it-^^B^mmmm^z t 
i>. 

[00 3 5] fcS^li, sU I I I ) f^$ixS^;^ 

^y-(iMi:RjD£-t2\ ttfc-f FfcSSfrtS 
*». ttdiMz.l2p-h}l>x.yz>myM?ay F\ ? 

* ( I I ) T'^StiS 
T S 7 flS-&«JkKJE$*i £ t <>Z£ r>ffozt i>X'% 

l>. 

[0036] ifc#«aEJ6li, M^.tf 

c7)x— f/MH : <y-te*y, H;n> i ^i/i^y^^S 
S^n^y^y, ^o^-tf-ylfcoptft 
*S!I ; vyn;kx?y, v"?n;lx?y. h'J^onx 

?y. 7uu*)vi,m<7>>^7>\m.\tAm : r* f- 

F 7'ot°;+xh Uyl^co- F tl/HS ; Pffixf-;P 
^cox^r/HS: N, N-S^fvMvkATS F\ ^ 
WX/Uft* ^ h (f^ & jgft S fii as =Sr««l * ffl ^ £ 

[0037] $ £> fc s «^RlL-(i^SWl¥ftT(cff 3 

rfc**T*«. ««fcLT(i. mm. mit-thv^ 

* ; f >j * a, ^is* 'j aus-?^*^* 
a. KiS^i^ i^<07/^ 'J £S (i^tixH^ 



JS ) vmm ; IKK**-*- F I) *j A. KB?*** 'J * A 

m<r>Tfri] v-kmm*mm -.-thy <yi±* h*^ 

F\ ^F'J^AXbJfi'F. ^'J^A^^F, #U 
AX F*r F\ il 'J »7 AjflH7' F * ^ FHW7^# 'J 

^JSr;wn >-F ; F 'J f-;FT sy, h >J x^r s 
y, n, n-vW yrotVL— N-iWiyf^h 
U T^df^T 5 v : f 'J y"y . 5 y tr 'J 

y , tr 3 y y . ;uf-^ y t° y V- v\\A$Wf<r> £0% 

[00383 Z(Wte<vm&RX£tS»l& (ID CO 

rsy-fk^ttts din eo^^t'^-yigw^ixm 

fc, R«»fflBE ! Sr'9^CRiE«OiRJiGS-li:4* (II) 
&4tA"(c (ill) co^^a^tiO-ffilCRB^ 

ittSESftfrTt. 0. l*t^L2 5i«aaKRlBS-ii:ii 

S. tt^*o«ffl»i. ficJBS-frft* (iDfc 

i.x/ (iii) wft*ftc«UT 1-1 o«s*aaD$ 

[0039] ±iec7)«I^RfL4Cj: Otf^it^ltfE 
( I ) -C*§ii69f«Kr5 KUHMcfcJsvvc. 
S^»R 4 *^;U--Ky^xxr;ut'*>S^t«i. 3IS 
cox^f/L-an^ftl^JE. mtax?/-fr* x^y- 

%.mz± 0 . iSBf^^^yiS^^^C fc *JT-? S . 

Hffi-HRsS ( I ) -CSS*i*3P*RT5 F*8W* 
(ctJV^T, B^ffiR 4 j6«7 x^yPt-yT 5 F*3ST*i. 

«itfJJt»*Kien»^*ife* ( 1 ) 
$m>^s^r5Fi^#^ffliaR 4 *^;^yrs 

[0040] ±£LfcZtibtoRlti$:mBMiX.&b<it& 
ZtlzZ*) StUt-timBHRA ( I ) X'^ix^-S 

-v 3 y. ttaj. a}*, mum. *7j*£tzimm? 

[0041 ] *m<0fflSHR£ ( I ) X'w^ixl^m 

mt ix t hizik^-ti^, sfm&XTttmm&n& 

5-30mgS:l-3 0fc^»t . «P»4-"f 4 
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( i ) <Mk£m$:T>yy. rimpor 

mm ; *;P#^^f-/H:^n-^-)-h»J^A» b Ho 

[0042] tttmnEMli. mmttizt t 
a-r. «««».e#<owttc-&*Hi:-c, num. §». 

[0043] 

at J: oTfBf^H^Sitl. t«TttarV\ 
[00 44] ##ffll : 2- [2 - (3-M/7/M-Q 

[004 5] 

Hk4 ] 



[00463 2- (3-h'J7/M-n.*^M'7x- J rt/7* 
57) . 5 g ( 5. 3 3mmo l ) OfeK^ 

y^>mm ( 2 om 1 ) tant?-:*-/^ . omi, 

N, N-^^^-/U*/UATS FsRig&fln*., 2Bm!jD» 

BET3Wlftff*Lfc. BW»$Wlxf-/H 5 m 1 (eg 
JBU CtLSr^T^IS^'J^Al. 3 0g (10. 6 
7mmol) s 2-T5 7^i.SKxf-;l-0. 7 8ml 
( 5 . 3 3 mm o 1 ) 0)* ( 1 5 m 1 ) . »»Xf-;U 
(10ml) oateMHBcSrFU S?a-C'4B$^S#L 

^j±xmm. ®mm&rm®Ltz. mim^u* 

1. 82 g (JR¥8 0. 1%) &f§£. 
[0047] NMR (CDC 1 3 ) 8:1. 43 (3 
H, t, J = 7Hz) , 4. 42 (2H, q, J = 7H 
z), 6. 9 8 ( 1 H , ddd, J = 8 H z , 6Hz, 
2Hz) , 7. 14 ( 1H, t, J=8Hz) . 7. 1 
9-7. 26 (1H, m) . 7. 34-7. 44 (4 
H, m) , 7. 47 (1H, s) . 7. 60 (1H, d 
t, J=SHz, 1Hz) , 7. 8 4 (1H, d, J = 
8Hz) , 8. 11 ( 1H, dd, J = 8Hz, 1H 
z) , 8. 79 (1H. d, J = 8Hz) , 9. 76 
(1H, s) , 12. 00 (1H. s) 
[0048] mtm l:2-[2-(3-MJ 7;M"D 
^^71 —)VT 5 J ) OX7 5 Y ] 3c.&#K 
[0049] 
[ft5] 




(10) 
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[0 0 5 0] ?mmiTWMLtz2- [2 - (3-h'J 
7)V*u*f- )V7x-lV7 5 J ) <VX7 5 P ] fegtf 
66 g ( 1 . 5 4mmo 1 ) CDX?/-^ 
mm ( 1 5 m 1 ) fc 1 N -TKlHfct h 'J ^AtJM 1 5 
ml^Sn^., 2B*IBtWRSBSU:. SStT'&iDU x 

»®fe^x-T^-^^yc-|f^ B B B L. *£fl:£«j 

0. 44 g (JDW7 1. 6%) Srflfc. 

COO 5 1] NMR (CDC1 3 ) 5:6. 96(1 
H. ddd, J = 8Hz, 6Hz, 2Hz), 7. 15 
-7. 29(2H, m). 7. 35-7. 45 (4H, 
m) . 7. 48 ( 1H, s) , 7. 68 ( 1H, dt, 
J=8Hz, 1Hz) , 7 
z) , 8. 1 9 ( 1H, d 

( 1 H, d, J=8Hz ) 

1. 73 (1H, s) 

IRU, cm-i, KBr) :3500-2600, 1 
70S, 1 652, 1 6 1 2. 1 582. 1456, 1 
336, 1 21 0, 1 1 1 2, 752, 740 
MS (m/z, %):400(M*,50),382 
(6) , 263(1 00), 264 (48) 
USA: 18 9-1 92*C 

[0 0 5 2] ##flBJ2 : 2- [2 - (2. 3-i/X1-)l> 
7xX;WT5/) KyXTS. F] SAtfttxf-^ 
[00 53] 
[ft6] 




79 ( 1H. d. J = 8H 
J=8Hz ) .8.83 
9. 70 ( 1H. s) . 1 



[0054] 2- (2, 3-y^f^7x-/l-7Sy) 
3c&#B?2. Og (8. 29mmo 1 ) C5*E*"<.>-fc' V 
M(20ml) tfi-fk-f5j--^2. 0ml, N, N- 
S^?-/P*;w>7$K$«&;bD;t, 2f$rBlfln^sSL 
fc. SSfliTiWPft, JM««Hkf-3l-.=iWt«Ef«* 
U ^Sft^^y-tr'y 10ml fci§S?U B£METi§ 
«ar«*Lfc. «e«j£H«x?-/H Om 1 KSFHU 
Zil£*.&Tm&*W^2. lg(17.4 1mmo 

1). 2-T5/^e.#l?x-^H . 2ml (8. 29 
mm o 1 ) CD* ( 1 5 m 1 ) N S|gXf-;U (10ml) 

M£U *l*BKx^TttajL«:. & 
^4 0. 4%) &f#fc. 

[0055] NMR (CDC 1 3 ) # : 1. 44 (3 
H, t, J = 7Hz), 2. 22(3H, s), 2. 3 
3 (3H. s), 4. 43(2H. q, J = 7Hz). 
6. 81 (1H, dt, J = 7Hz. 1Hz), 6. 8 

8 ( 1H, d. J = SHz). 6. 98(1H. d. J 
= 7Hz), 7. 04-7. 30 (4H, m). 7. 5 

9 ( 1 H, dt, J = 8Hz, 1Hz), 7. 82(1 
H, dd, J = 8Hz, 1Hz). 8. 11 (1H, d 
d, J = SHz, 1Hz). 8. 83 (1H. d, J = 
8Hz) , 9. 48 ( 1H, s) , 1 1. 96 ( 1H. 



(11) 
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s) 

[0 0 56] 301012 : 2- [2- (2, S-S^f-ZP 
7 x ~)VT $ y ) o-xr S H ] £j£$ig 
[00 57] 
Ht7 ] 




[0 0 583 ##M2Tl!i§Uc2- [2- (2. 3- 

x -^r s y ) O'Xr 5 r* ] sjusMxf- 

/P0. 6 1 g ( 1 . 8 4mmo 1 ) COX 
(15ml ) tlN-^K-ft^h'J^Al 5mlSrjD 

-t^-^^TIWbU ffittb&ftO. 34 g 

(JJJUP6 0. 2%) Sflfcfc. 

[0 0 5 9] NMR (CDC 1 3 ) 8 : 2. 22(3 
H. s ) , 2. 3 3 ( 3H. s ) . 6. 79 ( 1 H, 
t, J=8Hz), 6. 89 (1H, d, J=SH 
z ) , 6. 9 9 ( 1 H, d, J = 7Hz ) , 7. 0 9 

(1H, t, J = 8Hz) , 7. 1 3-7. 22(2 
H, m), 7. 23-7. 31 (1H, m), 7. 67 

(1H, dt, J=8Hz, 1Hz), 7. 76(1 
H, d, J = 7Hz), 8. 19 (1H, dd, J=S 
Hz, 1Hz), 8. 8 7 ( 1 H, d, J=8Hz), 
9. 4 3 ( 1 H, s ) , 1 1 . 69 ( 1 H. s ) 

lR(v, cm 1 , KBr) :3380, 3500-2 
400. 1 696. 1 646, 1 5S2. 1 294. 1 
254, 1212, 7 54. 650 
MS (m/z, %) : 360 (M + , 58) . 34 2 

(8) . 223(1 00), 224 (4 3) 
SL6 : 10 7~1 0 8"C 

[0 0 6 0] ##{aj3 : 2- ( 2 -7 x -)VT 5 
XTS K) 5e.».#»xf-^ 

[00 6 1] 

Ht8J 




[0062] 2-7x-/l/7 > $/£,S.#i£0. 50g 
( 2 . 3 4 mm o 1 ) WS^V-tfySI (10ml) 
fc»fl:f-:tx;H . 0ml, N, N- *JX+l\sHuVJ*T 

skum***.. 2i»iwrt»aitu JWitiiETW* 
mmgikUz, mmm&^Dsi om 1 {c?§8i 

U ZtlZmTmt'JV&O. 65g (4. 6 9m 

mo i ) fcj^-rsy&e.sitxf-^o. 34m 1 

( 2 . 2 5 mm o 1 ) (73* ( 1 5 m 1 K S»X^ 

domi) ofi^sastssTL, sa-ci swish*** 
u:. -e<«rtui£*. iN-m mam*m+ 

*5A?D7h/77^--p^U IBS-fl^O. 3 
6g (JR*4 2. 2%) 

[006 3] NMR (CDC1 3 )S:1.43(3 
H, t, J=7Hz) , 4. 42 (2H. q, J = 7H 
z), 6. 88 ( 1H, dt, J = 7Hz. 1Hz), 
7. 03 (1H, t, J = 7Hz), 7. 12 (1H, 
t, J = 7Hz), 7. 20-7. 43 (6H, m) , 
7. 59 (1H, dt, J = SHz, 1Hz), 7. 8 
1 (1H, d, J = 8Hz), S. 10 (1H, dd, 
J=8Hz, 1Hz) , 8. 80 (1H. d, J = 8H 
z) , 9. 63 ( 1H, s ) , 1 1. 94 ( 1H. s) 

[0064] mmrns ■. 2- (2-y^-ivrs.y^y 

[00653 
Hfc9] 
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C 2 H 5 0 2 C 




l!0,C 



ho z c x y m 2 ""2 




[0066] ##CT3T'Siitfc2- (2-7x-^T 
S /KyXTS. H ) $JB.#»xf-^0 • 1 4 g ( 0 . 3 
3 7 m m o 1 ) CD* ? /-/H§S5fc 1 N#BKtt MJ »7 

■fcaruwtfc uz®. skx^-c 2 nittaj us. 

-^yyx-n&gki. mmi^m. io s (nx$7 
4. 2%) zmc 

[0067]NMR(DMSO-d 6 ) $ : 6. 9 1- 
7. 04 (2H, m) . 7. 1 5-7. 26 (3H, 
m). 7. 26-7. 37 (3H. m) , 7. 42 (1 
H, dt, J=SHz, 1Hz), 7. 65 (1H, d 
t, J = 8Hz, 1Hz), 7. 78(1H. d, J = 
7Hz), 8. 03(1H, dd, J = 8Hz, 1H 
z) , 9. 30 (1H, s) , 12. 01 (1H. s) 
IR (v, cm- 1 . KBr) :3372, 3400-2 
700, 1 696, 1 646, 1 584, 1 504, 1 
452, 1 21 0, 750 

MS (m/z, %) : 3 3 2 (M + , 58), 314 
(5) . 1 95 (1 00) . 223 ( 1 4) . 1 96 
(50) , 1 67 (30) 

It* : 2 3 9—2 4 O'C 

[00 68] mnm4 :5--hD-2-(2-7i- 
)VT S JKyXT 5 H ) $,(M 
[0069] 
[ftlO] 




[0070] 2-7x-/P7S/£S#l§0. 50g 
( 2 . 3 4 mm o 1 ) c^il^y-tfyjM (10ml) 
(cmfLf-^-^0 . 2 6ml ( 3 . 5 1 mmo 1 ) 

^COiS-ft^^U-y^JS (10ml) £*&T2-7$y 
-5--huS,I.SS4 2 7mg (2. 34mmol) 
isitfHJXf-^TSyO. 65ml (4. 68mmo 
1 ) WSft^f-l^yiSa ( 1 0 0 m 1 ) C8STL. Sfi 

Ti8tifflw$Ltz. %mz*. in-**, 

-THWKU HEft^»3 0 0mg (K*3 4%) 
fc. 

[0071] NMR (CDC 1 3 )d:6. 95-7. 
01 (2H. m), 7. 1 7 ( 2 H , d, J = 7H 
z), 7. 28-7. 34 (3H, m) , 7. 45(1 
H, ddd, J = 7Hz, 7Hz, 1Hz), 7. 79 
(1H, d, J = 7Hz), 8. 49 (1H, dd, J 
= 7Hz, 2Hz), 7. 76(1H, d. J = 7H 
z) , 8. 76 ( 1H, d, J = 2Hz) . 8. 86 
(1H, dd, J = 7Hz, 2Hz), 9. 20(1 
H, br-s), 12. 41 (1H, br-s) 
IP. (v, cm 1 , KBr) : 1 7 0 6 , 1646. 1 
598, 1 574, 1 556. 1 498. 1 450, 1 
346, 1 286, 1 254 

EI-MS (m/z, %) : 377 (M* . 48) , 3 
47(11), 1 97(10), 196(78), 16 
8 (S) 

fit*: 2 3 2~~2 3 3°C 

[007 2] mnmo : 2-7i^72/-N- (2 
-x;W77 ; &^;P7xX^) <yXTS K 

[0073] 
Utl 1] 



(13) 
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H 2 N0 2 S «h 2 




(JR$7 0%) Srflfc. 

[0075] NMR (CDC1 3 ) d : 4. 89(2 
H, br-S), 6. 86UH. d d d , J = 6H 
z, 6Hz, 1Hz), 7. 0 6 ( 1H, ddd, J = 



[0074] 2-7x-^7;yS,i.#iS!l g (4. 6 
mmo 1 ) fJSSTKO-lfyjgjS (10ml) lZi&{ttt 
-)V0. 26ml (6. 9mmo 1 ) 2&fffl£ 

]s>WR (iomi) &%&T2-7$ y<y*£yz)\s 

*y7;K8 0 8mg (4. 6 mmo 1 ) WV : Jvm 

Wl < 1 om 1 ) tcaru aa-ci snwawwu awt 



F,C 



6Hz, 6Hz, 1Hz) 
H, m) , 7. 63 ( 1 H 
z) , 7. 67 ( 1H, d 
( 1 H, d, J = 6H z ) 
6H2) , 9. 49 (1H, br-S) , 
H, b r-s ) 

IR (v. cm-', KBr) : 1 644. 
516, 1506, 1472, 1414, 
290,1 258, 1 222, 1 1 6S, 
EI-MS (m/z, %) : 367 (M + 



7. 2 1-7. 30(7 
dd, J = 6Hz, 6H 
J = 6Hz) ,7.97 

8. 40 ( 1H, d, J = 
9. 87 (1 



1 580, 
1 332, 
115 6 
, 52) , 



1 96(65), 1 95(1 00) 



36 (17) 
67 (37) 

fit* : l 2 6~1 2 7°C 

[0076] mmm6 : n- [ 2 - u -<> -^m-* 

y-2-7xy-^7Sy^X7$H) Ky*LVX)V 
7*-)V~\ OXTS. V 

[0077] 

[fcl2] 




[0078] mmm 5 xmm itz a -<> v-)v** 

2-7x-;l/T5y-N- ( 2-X)Vy r±4)V7 3.- 
)V) <yX7S F300mg (0. 82mmol) . 4 
- h y 7 ma* tlVKW-i )V7 D 'J F 0 . 2 4ml 
(1. 64mmo 1 ) *3j:^K*U , 7A34 0mg 
( 2 . 4 mm o 1 ) W*-^^"t>- 1 : 1 jgjft ( 1 0 
ml)H 8IMHH¥U:. U 

*> j: ^ &mftfi*-tii&ifaf L . MJ -7 AT' 

7N/77^-t«lL, Ilfi^ft2 0 0mg (JRJfs 
4 5%) 

[0079]NMR(CDC1 3 ) 5 : 6. 92(1 
H. ddd, J = 7Hz, 7Hz, 1Hz). 7. 00 
(1H. ddd, J = 7 H z , 7Hz, 1Hz), 7. 



1 7 (2H, d, J = 7Hz 
(5H, m) , 7. 64-7 

95 ( 1H, dd, J = 7H 

S. 10 ( 3H, m) . 8. 

z) , 9. 40 ( 1H. br 

H, b r-s ) 

IR U, cm" 1 , KBr) 

644, 1 580, 1 5 18 

324, 1288 

E I -MS (m/z, %) : 

88 (6) . 1 97(7), 
(1 00) . 1 73 (9) , 
[0 0 80 3 9$feffl7 : 2- 

-7x.-ji-7$.y<yX7$. 



) , 7. 29-7. 4 5 
. 70 (3H, m) , 7. 
z, 1Hz) , 7. 96- 
23 ( 1H, d. J = 7H 
-S) , 10. 65(1 

: 1 696, 1 662, 1 
, 1 474, 1452. 1 

53 9 (M + . 25) . 2 
1 96 (57) ,1 95 
16 9 (8) 

H ) 



(14) «BBT1 1-1 7 1 84 S 



[0081] 
I ill 3] 




[0082] 2-7x^7^-4-^yy;m>' 
SMglOOmg (0. 3 1mmol)«^fl/ 

y ( 1 Om 1 ) ^^(cg»#HMT. 

04ml (0. 5 0mmo \ ) ZMim&X'imfflfflt 

10mi(-:i§BL ^ixSr^Th'Jx^/l/T^yO. 
2ml (1. 3 0mmo 1 ) s 2-7$/£E#iS0. 
04g (0. 3 lmmo 1 ) ^(g^fUV ( 1 Om 
l ) r§?R(c«TL, MiST'l S^fiBSBf Ufc. lN-fi 




[0086] 2-7i^7Sy-4~7i^Xf- 
7U£E#B!2 00mg(0. 6 4mm o 1 ) tfrtgfll*?- 

( i om i ) mmizmmmm^T. mt+*-)v 

0. 15ml (1. 9 0mmo 1 ) SrjDi. SiBTl* 

fl/yiOml(ClSIL, ,r*ifc*#TMJx?^75 
yO. 3 6ml (2. 5 5 mm o 1 ) . 2-7S/£,& 
SSSO. 09g(0.64mmol) ^M^fl^^ 
(10ml) SfttcSTFU Sl^ISm** Lfc. 

1N-Jg»£jni£. »Kx^;U-c»ffiLfco ffifiJBS: 

lift. i^£«flETe*Lfc. aW**S/U** , /^5 



^77^-"C««LgiE^ft3 8mg («*27. 7 
%) Jit 

[0 0S3] NMR (CDC1 3 ) (J: 5. 04(2 
H, s), 6. 4 9 (1H, dd. J = 9Hz, 2H 
z) , 6. 86 ( 1H, d, J-2Hz) .7.05 
(1H, t, J = 7Hz) , 7. 1 1-7. 18(3 
H, m) , 7. 25-7. 4 2 (7H, m) , 7. 64 
( 1H, dt, J = 8Hz, 1Hz) , 7. 73(1 
H, d, J = 9. OHz) , 8. 1 5 ( 1H. dd. J 
= 8Hz, 1Hz), 8. 81 (1H, d, J = 8H 
z ) , 9. 9 3 ( 1H, s), 11. 64 ( 1 H, s) 
IR (1/, cm-i, KBr) :3500-2500. 1 
682, 1 652. 1 580. 1 524. 1 4 52, 1 
254, 752 

E I - MS (m/z, %) : 43 8 (M + . 20). 4 
20(43). 302(1 1). 30 1 (1 6). 2 1 
1(9). 91(100) 
WL& : 2 0 3-2 04°C 

[008411IM8 : 2- (2-7x^/1/7^-4 
- 7x^Hf-;K>X7 5 K ) £MMWL 

[0085] 
■[ftl4] 



COOH 




B*&&U «eft£»3 7mg (JDW13. 4%) 

[0087] NMR ( DMSO— d 6 ) S : 7. 06 
( 1H, t. J = 7Hz). 7. 11 ( 1H, dd. J 
= 8Hz, 1Hz), 7. 19-7. 27(3H, 
m) , 7. 32-7. 46 (6H, m) . 7. 54- 

7. 60(2H, m) , 7. 65(1H, dt. J =8 
Hz. 1Hz), 7. 82 (1H. d, J = 8Hz), 

8. 03 (1H, dd, J = 8Hz. 1Hz), 8. 5 
7 ( 1H, d. J=8Hz) , 9. 36 ( 1H, s) . 
12. OS ( 1H, s ) 



(15) 
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lR(y, cm-i, KBr) :3324. 3400-2 
300, 1 682, 1 650. 1 582. 1 556. 1 
416, 1266, 756 

E I -MS (m/z, %) : 432 (M* . 2 3) , 4 
14 ( 1 00) , 295 (5 5) , 188(65), 1 
87 (58) 




[ 0 0 9 0 ] 4 -7i-*Xf;./L- 2 - ( 3 - MJ 7 
WD7x-^rSy)£lfl2 5 0mg (0. 66 
mmo 1 ) ^fek^y-fc'yjgfK (10ml) izmit^-x 
Oml, N, N-v^f-z^yPATS KISaSr 

fc**-A*»ET9* Lfc . msmt^y-ey 1 o m 

1 fc**U H««ETiM^S*L^„ gtgft&BtiR 
lf)HOm 1 fcfgfllU £ft.fc*#T*&;& , J , 7A 
0. 1 8g ( 1 . 3 lmmo 1 ) s 2-75y£,|,#& 
X^-;P0. 1ml (0. 6 6mmo 1 ) <7)7K ( 1 5m 

1 ) -B»x^ (10ml) ^JlftiiftfcSrTL, 1 

a-c2o«BHHfLJt. tmmimi. *i£»»x 
f-^-caajLfc. ^$m**. in-*b, ttft&B* 

?j±9u-?vyy7 t-xmmL, mhimo. 10 

g («*2 9. 4%) fcfcfc. 
[00913 NMR(DMSO-d 6 ) d : 1. 44 
(3H, t, J = 7Hz), 4. 43 (2H. q. J = 
7Hz), 7. 10 ( 1 H, dd, J = 8Hz, 1H 
z), 7. 15 (1H, ddd. J=SHz, 7Hz, 
1Hz), 7. 27-7. 3 0 ( 1 H. m), 7. 33 
-7. 37(3H, m), 7. 42-7. 54 (6H, 
m) . 7. 61 (1H, ddd. J = 8Hz, 7Hz, 
1Hz), 7. 81 (1H, d, J = 8Hz). 8. 1 

2 ( 1 H, dd, J=SHz. 1Hz). S. 78(1 
H. dd, J = 8Hz. 1Hz), 9. 83(1H, 

s ) . 1 2. 0 5 ( 1 H. s ) 
[0092] mm9 : 2- [4-7i-;Hf-/l'- 
2- ( 3-VV7)V*u*+)\,?x.-)\>T$.J) KVX 
75 K] SACK 



US: 2 2 0-2 2 3*0 

[00883 ##M4 : 2- U -7x x/Pxf-x/P- 
2- (3- by 7^*0^^7x^1.75 y) ^fX 
75 K] JcA«if"/l' 
[00893 
Hfcl 5 3 




[00943 ##W4-C«aWi2- [4-7xX;Ux 

2 - ( 3 - h 'J 7/M-ny. f-;W7 x -)VT 5 
J ) KyXT 5 F ] ScA#Mxf-/H 0 Om g ( 0 . 1 
5mmo 1 ) £7)X^7-;t- (10ml) 
WCf V U •> A*»ffi 1 0 m 1 flDX . 2 «l3t&n£Sft 

sets* ut. m^mzT* h~hu iwzx-m&z 

ffv\ fUBft«M7 5mg (C$7 7. 6%) 
[009 5 3 NMR (DMSO-d 6 )£:7. 17- 
7. 2S(3H, m) . 7. 38-7. 54 (7H. 
m ) , 7. 54-7. 65(3H. m), 7. 8 2(1 



(16) 
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H, d, J=8Hz), 8. 01 (1H. dd, J=S 
Hz, 1Hz). 8. 5 5 ( 1H, d, J = SHz), 
9. 28 (1H. s) , 12. 06 (1H, s) 
IR(t/, cm" 1 , KBr) :3304. 3500-2 
400. 1 654, 1 608, 1 538. 14 18, 1 
334, 1 256, 1 226, 1 1 28. 754 
EI -MS (m/z, %) : 4 84 (M* , 12) , 4 
83(34), 482(100), 464(12), 3 
63(1 2), 256 (27) . 2 1 3(1 3) 
MA : 2 2 8~2 3 0°C 

[00 96] ##fl]5 : 2- {2-iy*JJl'7§SO 
XT 5 H ) £,ft#I?x^ 
[0097] 
[ftl7l 
C 2 H 5 OOC 




[0098] 2-75 JKyXT 5 KKJMHUf-A' 
1. 5g (5. 2 8mmo 1 ) <ON, N-y^f)l-*;P 

HjMK (20ml) tC|SSg# U^AO . 76g 
(5. 54mmo 1 ) fcit/O-^VpyoS HO . 6 m 
1 (5. 54mmo 1 ) SrJni. SfflTl SBMSMffL 

y^a-?b^77 ^-X-mmt. »t^968m 
g (JR$4 9. 0%) £?#Jt„ 

[0099]NMR(CDC1 3 ) § : 1. 43 (3 
H. t, J = 7Hz). 4. 41 (2H. q, J = 7H 
z) , 4. 46 (2H, d, J = 6Hz) , 6. 67 

(1H, d, J = 8Hz), 6. 92 ( 1H, dt, J 
= 7Hz, 1Hz), 7. 10 (1H, dt, J = 7H 
z, 1Hz) , 7. 22-7. 4 1 (6H. m) , 7. 
5 7 (1H, dt, J = 8Hz. 1Hz), 7. 78 

( 1H. dd, J = 8Hz, 1Hz) , 8. 09(1 
H, dd, J=8Hz, 1Hz), 8. 30-8. 43 

(1H, m). 8. 78(1H, dd, J = 8Hz, 1 
Hz) , 11. 88 (1H, s) 

[0100] m&$i 1 0 : 2 - ( 2 -<Vi?>V7 5 
> XT5 P) £1.1 

[0101] 

Htl 83 




[0102] mm 5 -ClBt Lfc 2 - ( 2 -<y v>7 
S SKyX7 5 F ) £,S#B?xf-/U4 0 0 m g ( 1 . 0 
7mmo 1 ) 3-9J-)V\%ffi. (15ml) IC1N-*S 

^ h v *7J>.*®m i5mi srjn/i . 3i$mm>Mfti 

fc. x*y-;U£«jETS£U 

V\ f@Efl:-&ft273mg (JR*7 3. 7%) 
[0103]NMR(CDC1 3 ) 5 : 4. 47(2 
H, s), 6. 66-6. 72(2H, m), 7. 14 
(1H, dt, J = 8Hz, 1Hz), 7. 22-7. 
41 (7H, m), 7. 64 (1H, dt. J=SH 
z, 1Hz), 7. 73(1H, dd, J = 8Hz, 1 
Hz), 8. 16 ( 1 H, dd, J = 8Hz, 1H 
z) , 8. SI (1H, dd, J=SHz. 1Hz), 
1 1. 63 ( 1H, s ) 
1R (u, cm-i, KBr) : 3404. 
800, 1 698, 1 644, 1 6 10. 
452,1 362. 1 21 2. 756 
E I -MS (m/z, %) : 34 6 (M* , 80). 3 
28(19), 210(79), 209(80), IS 
1 (80) , 180 (90) , 91 (100) 
WlA: 17 5-17 6'C 

[0 104] P%M6 : 2- (2-yXyy>7i^ 

[0105] 
[ftl9] 



3 500-2 
15 16, 1 



(17) 
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[0106] 2 - T 5 JKVX7 5 K£,fc«Bx^ 
1. 5g (5. 2 8mmo 1 ) ON, N - f-AolVl/ 
ATS \<®m (20m 1 ) fcJHfe&'J^l. 52g 

(11.0 8mm o 1 ) fc^l/Kyi^rn? K 1 . 3 
ml (11. 0 8mmo 1 ) SrflD*.. Sffl"C 1 8 HIBffll 

fSftrttS*-C«fe»U HJ*>A 

M7A?D^h/57^ - THIS! L N MEfc&Hi 1 . 
08mg (JR$44. 0%) 

[0107]NMR(CDC1 3 ) 5 : 1. 33(3 
H, t. J = 7Hz). 4. 28 (2H. q. J = 7H 
z ) . 4. 29 (4H, s ) . 6. S7 ( 1 H, d d, 
J = 8Hz, 1Hz), 7. 06(1H, dt, J=8 
Hz. 1Hz) , 7. 11-1. 21 ( 1 1H, m) , 
7. 58(1H, dd, J = 8Hz. 1Hz). 7. 7 
4 ( 1 H, dd, J = SHz. 1Hz), S. 07(1 
H, dd, J = 8Hz, 1Hz), S. 82 (1H, d 
d, J = 8Hz, 1Hz) , 11. 88 ( 1H, s) 

[0 1 08] Hifcffll 1 : 2- (2- : J<y : J)VT$.S 

[0 109] 
[^2 0] 




[0110] ##flaj6 TfBB Lfe 2 - ( 2 - ^yy^ 
7 5 Sly XT S K ) 3e*«RX?-;l/7 5 0 m g ( 1 . 

6 lmmo 1 ) x.9S~)VmW. (10ml) tlN-* 

®\ti- h w^mm i om i zmi. 3^mm»Mm 

Uz. x?y-;l/£$ETS£U fflmZWtSStUZX 
Kttfc LiHIxf-^TtWJ Lfc . ffM . 

ASrfTK SIE-fk^ft5 9 0mg (JK2£84. 0%) 5: 

[0 1 1 1 ] NMR (CDC 1 3 )d:4. 27(4 
H. s), 6. 86 ( 1H, dd, J = SHz, 1H 
z), 7. 07(1H, dt, J=8Hz. 1Hz). 
7. 11-7. 2 2 ( 1 OH, m). 7. 63 (1H, 
ddd, J=8Hz, 7Hz, 1Hz), 7. 80(1 
H, dd, J = 8Hz, 1Hz), S. 06 (1H, d 
d, J = 8Hz, 1Hz), 8. 80 (1H, dd, J 
= 8Hz, 1Hz), 11. 08(1 H. s) 
I R ( v, cm-i, KBr) : 3500-2700. 1 

7 18, 1 636, 1 506, 1 452. 1 2S8. 1 
180, 1 1 64, 762, 698 

E I —MS (m/z, %):436(M*.1),43 
5 (4) , 346 (24) , 34 5 (86) , 327 

(IS) , 209 (37) , 208 (1 00) . 9 1 

(SO) 

Kjft: 14 7~148*C 

[0 1 1 2 ] ##$J7 : 2- (S^TiS^yXTS. 
K) KA#»x^A' 
[0 1 1 3] 
Ut2 1 ] 
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C 2 H 5 0OC 




C 2 H K OOC 




C2H 5 0OC 





[0114] 2-rs^yX75^,liiif;i/ 

1 . 0 g ( 3 . 5 2 mm o 1 ) CON , N-^-f-^*^ 
ATS h'jgjg (10ml) l:» 'J OAO . 5 g 
(3. 70mmo 1 ) &3:Xf3-VXfyO. 3ml 
(3. 7 0mmo 1 ) *rfln;t. SfflTl 6HHHHH*L 

m z * . l . h y •? a 

7&?n-?Y7y7 * -THIS L , *Kfl:£ft 3 10m 
g (JR*2 9. 5%) Sfcfc. 
[0 1 1 5] NMR (CDC 1 3 ) 5: 1. 42(3 
H. t, J = 7Hz), 2. 91 (3H. d, J = 5H 



C 2 H 5 00C 



HN-CH 3 



z) , 4. 41 (2H, q, J = 7Hz) , 6. 69- 

6. 74 (2H. m) , 7. 09 (1H, dt, J=8 
Hz, 1Hz), 7. 38UH, dt. J=8Hz, 
1Hz), 7. 57 (1H, dt, J=8Hz, 1H 
z), 7. 75 ( 1H, dd, J = SHz, 1Hz), 

7. 82 (1H, s) . 8. 09 (1H. dd, J = 8 
Hz, 1Hz), 8. 78UH, dd, J=8Hz, 
1 Hz ) , 1 1 . 84 ( 1 H, s ) 

[01 16] $mm \ 2:2 - (2-Xf^7;yO 
XT 5. H) SA«K 
[0117] 
Hfc2 2] 

KOOC 



HN CHj 



[0 1 183 ##M7Tl!SSLfc2- ( 2-*f^75 
SKyXT S H ) £,ft#Kx^9 5 m g ( 0 . 3 2m 
mo 1 ) X^y-M§?g (6ml ) tlN-*»-ft^h 

fc. »Sfe^x-x^/^^y(^:g^ B H 0 ^ff^SK 

teftSOmg (JR^9 3. 1%) fcttfc. 
[01193 NMR(CDC1 3 ) : 2. 83(3 
H, s), 6. 67 (1H, dt, J = 8Hz, 1H 
z) , 7. 18 ( 1H, dt, J = 8Hz, 1Hz) , 
7. 40 ( 1H, dt, J = SHz, 1Hz) . 7. 6 
0-7. 70 (3H, m) , 8. 04 (1H, dd, J 




HN-CH 3 



=8Hz, 1Hz) 
z, 1Hz ) , 11 
( 1 H , br-s) 
I R (a/, cm" 1 , KBr ) 
500, 1 690, 1 642 
4 52, 1 296, 1 2 14 



8. 62 ( 1H, dd, J=8H 
96 ( 1H, s) , 13. 7 1 



34 24, 
1 608. 
752 



3400-2 
1 522, 1 



EI -MS (m/z, %) : 270 ( M + . 60) , 2 
52(6). 1 34 (100), 105(16). 91 
(30) , 77(33) 
M£: 2 0 5-2 0 7'C 

[0 120] ###IJS : 2- (i/**)VT$;OXT 
5 F ) 3o&#ffixf^ 
[0121] 
[-ffc2 3] 

CjHrOOC 




[0122] 2-75 JO XT S K£,&#Rxf^ 
1 . 0 g ( 3. 5 2mmo 1 ) tf)N, N-i^^MvP 

HjKK ( 1 Om 1 ) fcSajttMJ^Al . Og 
(7. 04mmol )^it>'3-^^y0. 6ml 
(7. 04mmo 1 ) SrJot. ffiBTl 6f«iffL 

Wo7h/77/-t«iU SUiE^«57 1 Om 



n 3 CH 3 

g (JR$6 4. 6%) 

[0 123] NMR (CDC1 3 )£:1.39(3 
H, t, J=7Hz) , 2. 82(6H, s), 4. 3 
5(2H, q, J = 7Hz), 7. 06-7. 12(2 
H, m), 7. 15 (1H, dd, J=8Hz, 1H 
z), 7. 42 (1H, ddd, J = 8Hz, 7Hz, 
1Hz), 7. 56 (1H, dd, J = 8Hz, 1H 
z), 7. 96 (1H. dd. J=8Hz, 1Hz). 
8. 02 ( 1H, dd, J = 8Hz. 1Hz), S. 9 
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3 ( 1 H. dd, J = 8Hz, 1Hz), 12. 60 
(1H, s) 

co 1 24] mmmi 3 : 2- 

C 2 H 5 00C 




CO 1 253 
C^2 4] 



HOOC 



C 0 1 2 6 ] ##M8TMitUc 2- ( 2 

5 7 ^ yXT 5 H ) SA#Kx^4 8 4 m g ( 1 . 5 

5mmol)l? (lOral N-tRSS 

^ t> y iomi ztui . 2 ^rain^sst 

x?v-/l,£«ETS£U S§i^«l:tl 
ttCLg13£x^T'#ltiJL*:. OTf£*. 
T1C<Kifef»U !^AT1£*g?&. 

tTV\ Sl£^»3 3 7mg (JR*7 6. 5%) 

10127] NMR (CDC1 3 ) S : 4. 27(4 
H, s ) . 7. 09-7. 1 8 (3H, m) . 7. 44 
(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
64 ( 1H, dt, J = 8Hz, 1Hz), 7. 99 
(1H, dd, J=7Hz, 1Hz) ,8.10(1 
H. dd, J = 8Hz, 1Hz), 8. 97 (1H, d 
d. J=8Hz, 1Hz) 

I R ( v , cm-', KBr) :3400-2400, 1 

7 1 6, 1 636. 1 5S0, 1 51 2, 1450, 1 

378, 1 208, 770, 758 

E I - MS (m/z, %) : 2 84 (M* , 15), 2 

70(3). 148 (1 00) . 147 (88) , 10 

5(16), 91 (24), 77(19) 

Bi*: 13 7-1 38*C 

CO 1 28] #ffaj9 : 2- (2-tX'Jy';KyX7 

5 H ) ^Mmm^)v 

[0 129] 
Hfc2 5] 
C 2 H 5 00C 




C 2 H K O0C 





ATS mm (15ml) fcftBMr 'J ?Ji, 5 1 Omg 
(3. 69mmo 1 ) ijjtfl , 5 -^'3- F^y? >" 
0. 3ml (2. llmmol) £Jn;i, 6 O'CT'2 0 

'J f) Y)Vfi 7 A? cr? F 7 4 -tHIII I . «Kffc£ 
!|$|7 5mg (JR*1 2. 1%) 
[0131] NMR (CDCI3 36(3 
H. t, J = 7Hz) , 1. 42-1. 50 (2H, 
m) , 1. 56-1. 67 (4H. m) . 3. 03 (4 
t, J = 5Hz) , 4. 32 (2H, q, J = 7H 
7. 05-7. 14 (3H, m) , 7.41(1 
ddd, J = 8Hz, 7Hz, 1Hz), 7. 57 
(1H, dt, J=SHz, 1Hz). 7. 86(1 
H. dd, J = 8Hz, 1Hz) , 8. 06 (1H, d 
d, J=8Hz, 1Hz), 8. 84 ( 1 H. d, J = 
SHz) , 12. 29 ( 1H, s ) 
[0132] mm 1 4 : 2 - ( 2 -fS.'J VlWsX 
TSH) 3cJg.S» 
[0 133] 
Ht2 6] 
C 2 H 5 00C 



H, 
z) 
H, 




[0130] 2-7*$ JKVXT 5 F3eJR#Kx*A'5 
0 Omg ( 1 . 76mrnol) CON. N-^y^-;l/^;U 



[0134] ##019 TWStLfc 2 - ( 2 - e*OJ S^U 
KyXT 5 F ) S-ftSKx^ 75mg(0. 21mm 
o 1 ) x?y-;W§$ (10ml) (CI N-*K-ft-M- 
(JW*!Ml 0 m 1 £Jn*., 2 NHSJS Df¥ft® aS L 7t . x 
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\>\ »Efl:^llJ5 7mg 0R*76. 5%) 

[0 1 3 5] NMR (CDC 1 3 ) $ : 1. 43-1. 
50 ( 2H, m) , 1. 50-1. 65 (4H, m) , 
2. 88-3. 08 (4H, m) , 7. 08-7. 20 

(3H, m) , 7. 44 (1H, dt, J=8Hz, 1 
Hz), 7. 61 (1H. dt, J = 8Hz, 1H 
z). 7. 91 (1H, dd, J = 8Hz, 1Hz), 
S. 83 ( 1H, d, J=8Hz) 
I R ( v, cm 1 , KBr) :3400-2100, 1 
676, 1 576, 1 520, 1452. 14 IS. 1 
270, 908, 766, 7 56 
E I - MS (m/z, %) : 3 2 4 (M* . 15). 1 
88 (90) , 1 87 (1 00) , 1 59 (36) 
19 2-1 9 3°C 

[0 136] ##W1 0:2- (2-?nn-4-7x 
-;Hf-A^yXrSF) £,§#i8xf-/P 

[0 137] 

[•ft2 7] 2-^aa-4-7*-;Px^yl^jR#» 
0.82g(3. 1 9mmo 1 ) tfO^O'Hf yWffl. 

(10ml) [zmttt->i> 1.0ml WN . N-'J 
^f-zPtf/UATS KftateJo*., l«*IBHifi!!ai8tLfc 

ft, s«£«Ere*Lfc. amsi»it/noiii 

lfciSHU iiiS^TKH^'J^O. 88 g 
(6. 3 9 mm o 1 ) &tf2 ~7 5 S£Mm&&.1-)U 
0. 47ml (3. 19mmol)c7)7]<(15ml)& 
IfSfflSXf-^ (5ml) WlMICiTL. MUX' 3 

hyyyj-xmmuz®. m^v-^-fyxm 

& a s LSEft^ftl. 08g (1R*8 3. 8%) 

tz> 

[01 38] NMR (CDC 1 3 ) S : 1 . 4 0 (3 
H. t, J = 7Hz), 4. 37(2H. q, J = 7H 
z), 7. 16 ( 1 H, ddd, J = SHz, 8Hz, 
1Hz) , 7. 35-7. 4 1 (3H, m) , 7. 39 
-7. 58(3H. m), 7. 59-7. 66 (3H, 
m), S. 10 ( 1 H, dd, J = 8Hz. 1Hz). 
8. 89 (1H, d, J = 8Hz) . 11.62(1 
H, s) 

[0 1 39] 1:2- (2-?OD-4-7i 
^xf^KyXTSH) £.§.#18 
[0 140] 

[ft28] OX-Wmttz (2-?oo-4-7 

i-;Hf-|KyX7S H ) £<ft#I?xf-/l/ 1.03 
g ( 2 . 5 5mmo 1 ) cDX?/-/l.- (20ml) 

^ i m -ymiti- y- o v^mm 2 o m 1 srim*. , 1m 



tz. wmz*Rxs®*a%&AiX'm&mL, m*%m 
i-bo^Axm®. mm&r%£Uz. mm* 
x 9 j -u^wtsu 1 , mm&to 0 . s 2 g < m s 

6. 0%) ZWrtZ. 

[0 14 1] NMR (DMSO-d 6 ) $ : 7. 2 6 
(1H, ddd, J = SHz, 8Hz, 1Hz), 7. 
45-7. 50 (3H, m), 7. 59-7. 65(2 
H, m), 7. 66-7. 72(2H, m), 7. 77 
(1H. d, J = 8Hz), 7. 83 (1H, d, J = 
1Hz), 8. 0 4 ( 1H. dd, J=SHz, 1H 
z) , 8. 57 ( 1H. d, J=8Hz) ,11.67 
(1H, s) 

[0142]HMIJ1 5 : 2- ( 2 -^#5^7 5 J- 
4-7 x -;Hf-;KyX7 5 F ) £.§.#18 
[01433 

[^2 9] ##^ijl 0T'§S!i&lrt:2- (2-;an-4 
- 7 x r.;Hf^;KyX7 5 K ) £,§.#18 3 0 0 m g 

(0. 80mmo 1 ) <?ys3f v7U7$ ^ (5ml) Swfc 
IC^St^'J^A140mg (0. 96mmol)S.y5 
wt. %<0ffitt-ft^S:JPt. fMP+1 7 0X:T3«HJn 

TtfiU:. »ettfclM-«K&;!in£. MSx?-;^ 
SftSr^y *y^o-eh^57 < -xmmitz'ik. x 

* y -^T'HSSb h b UMWfc^tt 0 . 1 2 g ( m 3 3 . 

0%) 

[0144]NMR(CDC1 3 ) <? : 0 . 91 (3 

H, t. J=7Hz). 1. 28-1. 40 (4H, 
m) . 1. 40-1. 50 (2H, m) . 1. 68- 

I. 76(2H.m), 3. 20(2H, t, J = 7H 
z), 6. 83 (1H, dd, J = 8Hz, 1Hz), 

6. 89 ( 1H. d, J=lHz) , 7. 14 (1H, 
ddd, J=SHz, SHz, 1Hz), 7. 34- 

7. 39 ( 3H, m) , 7. 54-7. 60 (2H, 
m) , 7. 60-7. 69 (2H, m) . 8. 16(1 
H, dd, J = 8Hz, 1Hz) , 8. 80 (1H, d 
d, J = 8Hz, 1Hz), 11. 64 ( 1 H. s) 
lR(v, cm-i, KBr) :3344. 2932, 1 
652, 1 604, 1 532, 1 252, 762, 75 
4 

EI -MS (m/z, %) :440(m+, 100), 
422(19), 369(29), 304 (34), 2 
32 (96) 

UD±L: 21 1-21 3*C 

[0 14 5] mimi 6 : 2- ( 2 -<>~J>U7 S.S - 
4 - 7 1 -)V^-)VOXT S F ) £,6.#1? 
[0146] 

[•fL3 0] &M1 0TM&UZ2- (2-;dd-4 
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- 7 x -;Pxf-yKyX7 5 K ) £,8.#K 2 6 0 m g 
( 0 . 7 0 mm o 1 ) iO'sy vVPT i> (3ml)M 
t^Sf^'J^AO. 1 2g (0. 84mmo 1 ) 

w t . %ovg fitting jni . i 7 o xre 3 ^naMidetf 

ffT@£ L/C. & ^ 'J *^?D7 h /77<- 

TtMSLfc«, x*V-/l/TSISffiUSf£fl:£!fc9 Om 
g (JR$28. 7%) 

[0147] NMR (CDC 1 3 ) d : 4. 74(2 
H, s ) , 6. 85-6. 90 (2H, m) , 7. 1 2 
-7. 17 ( 1H. m) , 7. 26-7. 30 ( 1 H, 
m) . 7. 32-7. 42(6H, m). 7. 50- 
7. 55 (2H, m) , 7. 6 4 ( 1H, ddd. J = 
8Hz, 7Hz. 1Hz), 7. 71 (1H. d. J = 
8Hz ) , 8. 16 (1H, dd. J = 8Hz. 1H 
z). 8. 79 ( 1H, dd. J = SHz. 1Hz), 
11. 7 1 ( 1 H, s ) 

IR (v, cm" 1 , KBr) :3240. 1682, 1 
650, 1604, 1 538. 1 266. 766. 75 
6 

E I — MS (m/z , %) :446(m + . 100), 
428(37), 310(84). 280(87), 2 
2 1 (42) , 1 93 (69) , 9 1 (22) 
Mjft : 2 2 6 - 2 2 8*C 

[0 14 8] ##011 2:2 - (2-^f^7Dt» 
[0 149] 

[itS 13 2-?nn3f,&#Kl. Og (6. 3 9mm 
o 1 ) i02-^^7'ntVUT5>- (3ml) ®miZ&t 
06g(7. 16mraol)Sf/5w 

t. %<nmteM£int* iMf+i 7 0x:tiii*bijb» 

WfUfctt. 3Kfla?&SlLfc. RJG»ifcfclM-JSR 

-f - -CURB LiUft^S 0. 9 9 g ( 8 8 . 0%) 

[0150]NMR(CDC1 3 ) 8 : 1. 03(6 
H. d, J = 7Hz), 1. 99 (1H. sept. , 
J = 7Hz), 3. 04 (2H. d, J=7Hz), 

6. 56 (1H, ddd, J=8Hz, 8Hz, 1H 
z). 6. 68(1H, dd. J = 8Hz. 1Hz), 

7. 3S(1H, ddd, J=SHz, 7Hz, 1H 
z) . 7. 98(1H, dd. J = 8Hz. 1Hz) 
[0151] mtm 1 7 : 2 - [ 2 - ( 2 -**lVTa 
tVl-7 S/)<yX7SK] £,§.#IS 

[0 152] 

[fl!3 2 ] 1 2T*Jt Lt: 2 - ( 2 -^f/Prn 



t;p> T5 ;%.mmo . 3 o g ( 1 . 55 mm on 

CO*l*<>"tfy?§?S ( 5m 1 ) C&ftf-Jj-^K) . 5m 
I&tfN, N-y^fWWS KgSifcfln*., 1B# 

ttJ-^VV\ Om 1 fcJSJBU M*#H^,Th 
'Jxf-^TSyO. 64ml (4. 66mmol)S^ 
2-75/£JS.#iS0. 21g (1. 5 5mmo 1 ) <T> 

( i om i ) mmz, *&t»tu 2a 
u:f*. i^-wmuiiMo. 23g 

(JR*4 6. 9%) fcflfc. 
[0 15 3] NMR (CDC 1 3 ) d : 1. 06(6 
H, d, J = 7Hz), 2. 02 (1H, sept, J 
= 7Hz) , 3. 05 (2H, d, J = 7Hz), 6. 
69(1H, dt, J=8Hz, 1Hz). 6. 76 
(1H. d, J = 8Hz), 7. 16 ( 1H, ddd. 
J=8Hz, 8Hz, 1Hz). 7. 3S(1H, dd 
d, J=8Hz. 7Hz. 1Hz). 7. 67 (1H. 
ddd, J = 8Hz, 7Hz, 1Hz). 7. 72(1 

H, dd, J=8Hz, 1Hz). S. 19 ( 1 H, d 
d, J = 8Hz, 1Hz). 8. 84 (1H, dd. J 
= 8Hz, 1Hz) , 11. 57 (1H. s) 

I R ( v , cm" 1 . KBr) :2962, 165S. 1 
602, 1 576, 1 532, 1 256, 752, 73 
8 

E I -MS (m/z, %) : 312 (m+, 41). 2 
69 (6 1) . 25 1 (1 6) , 132 (1 00) . 1 
20(30) 

It* : 1 5 9-1 6 O'C 

[0 154] ##^]1 3 : 2-5^0^*5^75 

mwt 

[0155] 

[-ft33] 2-/no?c,l#il. Og (6. 39mm 
o 1 ) <7)i/?n^df>-/l/7$y (3ml) mmz&&&Zi 
'J^Al. 06g(7. 1 6mm o 1 ) W5wt. % 

comwmztint. awi 7 0-ct'o. smmsm 
nttdk. mmx'&isLfc. RESistiM-aR* 

*z'\mmL. mmLi-Yv^Mx-mmk. mm 

-TfflSLSiefk^l. 27g (JR$9 0. 6%) £ 

[0 1 56] NMR (CDC 1 3 ) d : 1 . 34-1. 
47 (5H, m) , 1. 60-1. 68 (1H, m) , 

I. 74-1. 83 (2H, m). 1. 98-2. 10 
(2H. m). 3. 36-3. 4 6 ( 1 H. m). 6. 
5 6 ( 1 H , ddd, J = 8Hz. 7Hz. 1Hz). 
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6. 71 (1H, d, J = 8Hz), 7. 36 ( 1 H, 
ddd, J=8Hz, 7Hz, 1Hz), 7. 96 (1 

H, dd, J = 8Hz, 1Hz) 

[0157] mmmi s : 2- [2- (y?n^^ 
7$/) ^yxrsK] mm 

[0 1 58} 

HL343 3T'fSBtl£2-v?o^fi^7 
5 y?c-f.#ffi0 . 3 0 g ( 1 . 55mmol) 05$t*"<. 
>-fe'>-Ji?g (10ml) fcftlfcf-st-x/K) . 5m 1 
N, N->?>f-;i/*;uz,T5 KftSteflQ*, miSlM* 

uyiOmlCJgjBL, <Iii£gil«BmT. N'Jxf 
;l/7$yO. 57ml (4. 1 1 mmo 1 ) ~BCS2 ~T 
$V$<t#i£0. 1 9g (1 . 37mmo 1 ) comt* 
fWy(lOml) jgaftykftTSTFU MiST'l 81$ 
IHfltfPU:. RB»«fclM-«lltftli. It^x^ 
•CttttJ Uz . *^«Sr*at/^ft^S*t'WiXa# t . 
*&WKR7h 'J^AtlsIS. JSK*»ET**Lfc. 

y fi yfrtn-? h?'7?< -xmm itztk. 

X.?/- /kCIBSIt imtfc&k 0 . 3 0 g ( JR$ 5 
9. 3%) £»fc. 

[0159]NMR(CDCI 3 ) d : 1. 26-1. 
40 (3H, m) , 1.40-1. 52 (2H, m) , 

I. 58-1. 68 (1H. m), 1. 72-1. 84 
(2H. m) , 1 . 99-2. 05 (2H. m) . 3. 
44-3. 54 ( 1H. m) . 6. 63 (1H, dd 
d, J=8Hz. 8Hz, 1Hz), 6. 85 (1H, 
d, J=8Hz), 7. 19 (1H, ddd. J = 8H 
z, 8Hz, 1Hz), 7. 34(1H, ddd. J = 
8Hz, 8Hz, 1Hz), 7. 67 ( 1H, dd, J 
= 8Hz, 1Hz), 7. 74(1H, dd. J = 8H 
z. 1Hz), S. 86(1H, dd, J = 8Hz, 1 
Hz), 12. 07(1 H, s) 

IR (v, cm" 1 , KB r ) :2936. 1658, 1 

574, 1 532, 1 252. 754, 740 

E I -MS (m/z. %) : 3 38 (m + , 100), 

326(5), 295(22), 202(18), 20 

1 ( 1 6) , 1 58 (4 1 ) . 1 32 ( 1 9) . 1 20 

(19) 

2 3 0-2 3 2*C 
[0 1 60] ###jl4 : 2- (2-^00^X7; 
F ) 3cASBxf-;p 
[0161] 

HL3 5 3 2-7aa%MmM3. Og (19. 2mm 
o 1 ) ?mfo<y*£>mWL (30ml) t&&{£tt-JU 
2.0ml %XSN , N - f-;l"*/l-A7S F&j8£fln 

SftSriHlSX^ (20ml) Og«U £*l**HrF 
Hfflfc&U^AS. 3g(38. 3mmol)M2-7 
5y?c,&#Sxf-;U2. 8m 1 (19. 2mmo 1 ) CO 



* ( 3 0 m 1 ) atfiH8x?7P (15ml) ffMGf&itt. 

OEfcgft 5 . 2 g ( 1R*8 9 . 7 % ) . 
[01 62 J NMR (CDC 1 3 ) d : 1. 39(3 

H, t, J = 7Hz) , 4. 36 (2H. J = 7H 
z), 7. 16(1H, ddd, J = SHz, 7Hz, 
1Hz), 7. 34-7. 43 (2H, m) , 7. 45 
-7. 49 (1H, m) , 7. 61 (1H, ddd. J 
= 8Hz, 7Hz. 1Hz), 7. 6 6 ( 1 H, dd, 
J = 8Hz, 1Hz) , 8. 09 (1H. dd, J = S 
Hz, 1Hz), 8. 90(1H, d, J = 8Hz) 1 

I. 55 ( 1H, s) 

[0 1 633 ##ffll 5 : 2- (2-?vuKyX7$. 
F) £A#M 
[0 164] 

[-IL3 6] (2-?no<yX7S F) $A#»xf-;P 
5. 22g (17. 2mmol) <7)l?y-A- (5 0m 

i ) »: i m-ymiti- h <j *?j**mm O m 1 
a. ^mzmrmmmTLmmzUzm. mm 

Lfc. SM^PKx^-'s^^y-CS^^L, ®ie 
it^S4. 15g(iR*87. 6%) Srftfe. 
[0165] NMR (DM SO- d 6 ) 6 . 7 . 22 
(1H, ddd, J = 8Hz, 8Hz, 1Hz), 7. 

4 9 ( 1 H , ddd, J = 7, 7Hz, 1 H z ) ., 7 . 

5 5 ( 1 H , ddd, J = 8 H z , 8Hz, 1Hz). 
7. 58-7. 68(2H, m) . 7. 70 (1H, d 
d, J = 7, 1Hz) , 8. 03 (1H. dd, J = S 
Hz, 1Hz), 8. 60 ( 1 H. d, J = 8Hz), 
1 1. 95 ( 1H, s ) 

[0 1 66 3 HSIffll 9:2- ( 2 5 
[0 167] 

[^37] mmi 5TWmitz2 - (2-^uaKy 
XTS F) gfifS4 0 0mg (1.4 5mmo 1 ) CO 
^y>V7 S y ( 6m 1 ) mmz&mil V >7A 2 4 Om 
g(l. 7 4mmo 1 ) 2W^5wt. %OSttftM*an 
1 7 O'CC 1 . 5«*iaMMWFLfca. Mffl 
*"C?feaiLfc. »B»*t:iM-fflH$ani. Pi$xf- 

3z?j-)i>xmu>&i; sie^ft3 7 0mg m 
mi 5. 8%) in*. 

[0 168] NMR (CDC 1 3 ) 8 : 0. 90(3 
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H. t, J = 7Hz) , 1. 28-1. 50 (6H, 
m), 1.64-1. 74 (2 H, m). 3. 19(2 
H, t, J = 7Hz), 6. 67(1H, ddd, J = 
SHz, 8Hz, 1Hz), 6. 74 (1H. d. J = 
8Hz), 7. 14 ( 1 H , ddd, J=8Hz, 8 H 
z, 1Hz), 7. 36 (1H, ddd, J = 8Hz, 
8Hz, 1Hz), 7. 64 (1H, ddd. J = 8H 
z, 8Hz, 1Hz), 7. 68 (1H. dd, J =8 
Hz, 1Hz), 8. 16 (1H, dd, J = SHz, 
1Hz), 8. 80 (1H, dd, J = 8Hz, 1H 
z) , 11. 52 ( 1H, s ) 

1 R ( v , cnr 1 . KBr) :2924, 2856. 1 
698, 1 646, 1 61 2. 1 574. 1 538, 1 
294, 1 222, 756, 740 

EI-MS (m/z, %) : 340 (m + . 94) , 3 
22(1 3), 269 (75) . 25 1 (26) . 20 
4 (32) , 1 32 (1 00) , 1 20 (30) 
It* : 15 1-15 2°C 

[01 6 9] $mM20 : 2 - [2- ( 2, 2-5*X* 
)VTU KfrT 5 J ) KyXT S H ] £ft#fl& 
[0 170] 

UL3 8] *#W1 5T«iBUi:2- ( 2-?0D^ 
XT S H ) £,l.#i£4 00mg(1.45mmol)« 

2 , Z-V* i-tUm \Z)VT S y ( 7 m 1 ) }f iSfc&g! 
*'J>)A240mg (1. 74raraol)M5wt. 
%<OjStt^$:JP^, 7 0 < CT3B$^jDiaJSff 

£1)1 70mg (JR$36. 3%) fcflfc. 
[0171] NMR (CDC1 3 ) & : 1. 06(9 
H.m). 2. 99(2H, s). 6. 64(1H, d 
dd, J = SHz. SHz. 1Hz), 7. 13(1 
H. ddd, J = 8Hz, SHz. lHz). 7. 34 
(1H, ddd. J = 8Hz, 7Hz, 1Hz). 7. 
65 (1H, ddd, J = 8Hz, 7Hz, 1Hz), 
7. 70 (1H, dd, J = 8Hz, 1Hz), 8. 1 
6(1H, dd, J = 8Hz, 1Hz), 8. 83 (1 
H. dd, J=8Hz. 1Hz). 11. 57 (1H, 
s) 

IR (i/, cm" 1 . KBr) :3368. 2960. 1 
666, 1 578, 1 526, 1 262. 758. 74 
6 

EI-MS (m/z, %) : 326 (m + . 47) , 2 
69(89), 251 (22). 132(100). 1 
20 (23) 

M£: 19 3-1 94'C 

[0 172] HffiM2 1:2 - ( 2 -:*?f7l/T 5 



[0 173] 

[Ib3 9 ] 1 5 fgji Lfc 2 - ( 2 - 7nuKy 
XT 5 K ) SAMKO. 40g ( 1. 4 5mmo 1 ) CO 

*?i-)UT$.y (4m i ) mmizemttw^o. 2 a 

g (1. 7 4mmo 1 ) &l/5wt. %«Oigtt-fe|fl£j0 

^o-ct'SB^iaipsytffL^f*, gaamai 
i-hov wmmrgsbt:. mm* 

x^^/n7h/77-( -TUMB Lfctft . x ? / - 
^T'H^b h b L. KiEfc-&ftO. 2 5g (iR$4 5. 9 
%) fcttfc. 

[0 1 74] NMR (CDC 1 3 ) 6 : 0 . 89(3 

H, t, J = 7Hz) , 1. 24-1. 39 (8H, 
m), 1.39-1. 4 9 ( 2 H . m ) . 1.65- 

I. 75 (2H, m) , 3. 19 (2H, t, J = 7H 
z), 6. 6 7 ( 1H, ddd, J = 8Hz, SHz. 
1Hz), 6. 75 ( 1H, d. J=8Hz). 7. 1 
4 ( 1H, ddd, J = 8Hz, 8 Hz. 1Hz), 

7. 36 (1H, ddd, J = 8Hz, 7Hz, 1H 
z ) , 7. 6 4 ( 1 H, ddd, J=8Hz, 7Hz. 
1Hz), 7. 69(1H, dd, J = 8Hz. 1H 
z). 8. 17 ( 1 H, dd, J = 8Hz. 1Hz). 

8. 80 (1H, dd, J = 8Hz, 1Hz), 11. 
67 (1H, s) 

IR(i/, cm/ KBr) :3228, 2928, 2 
852, 1 698, 1 646, 1 6 1 0, 1 574, 1 
540, 1 292, 1 204, 756, 738 
EI-MS (m/z, %) : 368 (m+, 90) . 3 
40 (25) , 269 (96) , 25 1 (22) , 1 3 
2 (100) , 1 20 (30) 
Bl* : 1 4 6- 1 4 7°C 

[0 175]HMsM2 2 : 2- ( 2-f v-^TS/O' 
XT 5 F) 
[0176] 

[ fb4 0 ] ##ffll 5T«itU:2- (2-^QD^y 
XT 5 H ) 3cJB*ffi4 0 Omg ( 1 . 4 5mmo 1 ) CO 
T : s)VT 5 V ( 4 rn 1 ) j&jRfcftiM 'J ^ A 2 4 0 m g 

(1. 74mmo 1 ) Sl>*5wt . %<0Stt-ftJHS:Ja 
t . 1 7 0 'CT 3 L fctt. gft i T'^ai L 

fc. RJ6»jRClM-aKS:jDis BtBxf-JKm L 

h 'J ISA L , fHWb£fc 3 0 0 m g ( HX$ 5 1 . 
9%) Jjlft. 

[0177]NMR(CDC1 3 ) 5 : 0. 88(3 
H, t, J=7Hz). 1. 20-1. 38 (1 2H, 
m) . 1. 3S-1. 48 (2H. m) . 1. 65- 



(24) 
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1. 74(2H, m), 3. 18(2H, t. J = 7 H 
z) . 6. 6 6 ( 1H, ddd, J = SHz. 8Hz, 
1Hz) , 6. 75 (1H, d, J = 8Hz) , 7. 1 
3 (1H, ddd, J=8Hz, 8Hz, 1Hz), 

7. 35(1H, ddd, J = 8Hz, 7Hz, 1H 
z). 7. 64(1H, ddd, J = 8Hz, 7Hz, 
1Hz) . 7. 69 ( 1H. dd. J = 8Hz, 1H 
z) . 8. 1 5 ( 1H, dd. J = 8Hz. 1Hz) , 
S. 80 (1H, dd, J = 8Hz, 1Hz), 11. 
58 ( 1H, s) 

IR (u, cm" 1 , KBr) :3326. 2924. 2 
852. 1 698. 1 646. 1 6 1 0. 1 574. 1 
540, 1 294. 1 200. 756, 736 
EI-MS (m/z, %) : 396 (m + , 74) , 3 
68 ( 28) , 340(1 1), 269(1 00), 2 
5 1 ( 26) , 1 32 (78) , 1 20 (30) 
H&: 1 2 6-1 27*C 

[0 1 783 1 6 : 2 - ( 2 -A V A V F 'J/K 

VXT 5 F ) 3c,t#iSxf-;l- 
[0 179] 

HL4 1] 2 - ( 2-7Sy^X7S F) £,§.#l!x 
f^500mg (1. 7 6mmo 1 ) C7)N, N-^^- 
)V*)VK7 SF (5ml ) if y ^ A 5 3 0m 

g (3. 8 7mmo 1 ) RX/ce, a' -y/Dt-o- 
^i/V/A 7 0mg ( 1 . 76mmol) &fln£. 1 1 

o°ct'3u*p^D^}i#L^, s*s*T"#»u^ 

#f§l U **®®ir F 'J ^ 

/I>7u-?h7'yy J-X-mmt. IE^«l3 6 0mg 
(IR*5 3. 1%) Zfttz. 

[0180] NMR(CDC1 3 ) 8 : 1. 31 (3 
H, t, J = 7Hz), 4. 22 (2H. q. J = 7H 
z) , 4. 75 (4H, m) . 6. 88 ( 1H. dd 
d. J=SHz. 7Hz. 1Hz). 6. 9 7 ( 1 H, 
d. J=8Hz). 7. 13 (1H. ddd. J = 8H 
z, 7Hz, 1Hz), 7. 58-7. 65(2H, 
m) . 8. 05(1H, dd. J = 8Hz. 1Hz). 

8. 9 5 ( 1 H, d. J = 8Hz ) . 11. 6 6(1 
H. s ) 

[0181] mWM2 3 : 2 - ( 2 -A V A > F 
>XTSF) 
[0 182] 

[^b4 2 3 1 6 "CMit L^c 2 - (2— f 74 VF 
'J >-XT S F ) 3 6 0 m g ( 0 . 9 

3mm o 1 ) ox?y-^ (5ml) 1 M-*$ 

ftth^A« (5ml) £fln;L 2P#rajD,^Si 

Tmm&m tmmz uzm. nfsx^tisas i 



ii^x^-^^y x-m&i . ^ie^^2 6 0m 

g (IR$7 7. 7%) Srfcfc. 
[0 183] NMR (CDC 1 3 ) & : 4. 71 (4 
H, s), 6. 90(1H, ddd. J = 8Hz, 7H 
z, 1Hz), 6. 99(1 H, d. J = 8Hz), 
7. 13-7. 23 (5H, m) , 7. 40 (1H, d 
dd, J = 8Hz, 7Hz, 1Hz). 7. 63(1 
H, dd, J = 7, 1 Hz ) , 7 . 67 ( 1 H, dd 
d, J = 8Hz. 7Hz. 1Hz), 8. 08(1H, 
dd, J = 8Hz, 1Hz). S. 97(1H. d, J 
= 8Hz) , 1 1. 48 (1H. s) 
IRU, cm" 1 . KBr) :3328. 1668. 1 
5 18, 1 264, 7 56 

EI-MS (m/z, %) : 358 (m+, 15), 3 
1 2 (7) . 269 (1 0) . 22 1 (52) . 1 93 
(1 00), 1 32(14) 
116: 18 5-1 86°C 

[0184] H*fe^J2 4 : 2 - [ 2 - ( 1 -/DtV^ 

75 /KyXTS. F] £,g.#IS 
[0 1 85] 

[€4 3 3 1 5 X-mm Uz 2 - ( 2 - ? nn^y 
XT 5 F ) £,6#i£0 . 26g(0. 9 3mmo I ) O 
4 Sy(3ral) ?SM(CK1?* >J -72, 0 . 

1 5 g ( 1 . 1 1 mm o 1 ) fttf 5w t . %c9iSttfLlfl 

jte. 7 ovx5mmnfmwi fzik. s?s 
ivx-ms Ltz. ^mm£*RV&m&i&*ximm& 

HK&ttO. 15g (JR*4 5. 0%) 
[0 1 863 NMR (CDC 1 3 ) S : 0 . 92(6 

H, t, J = 7Hz), 1. 30-1. 62 (8H, 

m), 3. 50 (1H. pe nt. J = 6Hz). 6. 

61 (1H. ddd, J=8Hz. 7Hz. 1Hz). 

6. 75(1H, d. J = SHz), 7. 13 (1H. 

ddd, J=8Hz, 7Hz, 1Hz). 7. 32(1 

H. ddd. J = 8Hz, 7Hz, 1Hz), 7. 68 
(1H, dd, J = 8Hz, 1Hz). 8. 79(1 

H, dd, J = 8Hz, 1Hz) , 11. 55(1H. 

s) 

IR (v, cm' 1 , KBr) :2956. 2928, 1 
652, 1 602, 1 578, 1 532. 1 256, 7 
52, 74 2 

EI-MS (m/z. %) : 354 (m + , 22) . 3 
1 1 (75) , 293 (6) , 1 74 (1 00) , 14 
6(19), 132(13) 
m&: 1 3 9- 14 Or 

[01873 mmm2 s ■. 2- [ 2- ( 1 -x+a^* 
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[0 1 88] 

HL44] mmi 5X-mmttz2- (2-^no\y 
X7S K) SJ*K0. 35 g ( 1 . 2 7mmo 1 ) O 
2-7 5 7^7? y ( 3 m 1 ) jgffiicfttt* 'J ^ A 0 . 
21g (1. 5 2mmo 1 ) &tf5wt. %c0vS14-ftJH 
£JD*., MW1 7 0 s Ct'5B#^D»}«#L/cm. Sfi 
jfct'ftaiU:. RKSKRfcl M-*K*JD*.. B®x^ 

tt, ^IfVClBSflU «iBft£ttO. 2 3g OR* 
50. 4%) 

[0 1 89] NMR (CDC 1 3 ) d : 0. 88(3 

H, t, J = 7Hz), 1. 24 (3H, d , J = 6H 
z) , 1. 26-1. 56 (7H, m) . 1. 58- 

I. 7 0 ( 1 H , m ) , 3. 5 6 ( 1 H . q. J = 6H 
z). 6. 63 (1H, del, J = 7Hz, 7Hz), 

H0 2 C 



0 CI 



6. 74 ( 1H, d, J = 8Hz ) ,7.1 0-7. 1 
6 (1H, m) , 7. 30-7. 38 (1H, m) , 

7. 60-7. 66 (1H, m) , 7. 69 (1H, d 
d, J = 8Hz, 1Hz), 8. 1 5 ( 1H, dd, J 
= 8Hz, 1. Hz) , 8. 79 (1H. d, J=8H 
z) , 11. 54 (1H, s) 

IR (v, cm- 1 , KBr) :2952. 2932, 1 
698, 1 652, 1 6 1 2, 1 574. 1 538, 1 
264, 7 56, 74 2 

EI-MS (m/z, %) : 354 (m+, 22) , 3 
36 (4) , 3 1 1 (28) . 283 (67) , 1 74 

(1 00) , 146 (1 9) , 1 32 (1 3) 
1 0 8-1 0 9'C 

[0190] mtW\2 6 : 2 - [ 2 - ( 2 -X^'V* 

i/fr) r$;<yx7 s v ] mmm 

[0191] 
Ut4 5] 
B0 2 C 



0 N 



vw 



[0 1 92] ##flajl 5T«JSLfc2- (2-?no^ 
yXTSH) £E#i&0. 4 Og ( 1 . 4 5mmo 1 ) 
tfO 2 -x^v* ^7 s y ( 3 m i ) ftffic&iMr U 
WO. 24g (1. 74mmol) #.t/5wt. %<73 
vStt^S-jD^.. IfiS+l 7 0rt-3B#ra»ittf L/C 

fljO. 25g 0K*47. 4%) 

[0 1 9 3] NMR (CDC 1 3 ) 5 : 0. 86-0. 
96(6H,m), 1. 26-1. 54(8H.m), 
1. 6 1-1. 72 (1H . m) , 3. 09 (1H , d 
d. J = l 2Hz, 6H z) , 3. 1 1 ( 1H , dd, 
J=12Hz, 6H z), 6. 63-6. 68(1H, 
m) , 6. 74 ( 1H , d, J=8H z ) . 7. 13 

(1H . ddd, J = 8Hz, 7Hz, 111 z), 7. 



H0 2 C 




CI 



[0 1 96] ##f&Jl 5"C»iSLfc2- (2-?nn< 
yX7 5 F ) £,ft#lfO . 3 0 g ( 1 . 09mmol) 
503-7x-;L-rnhVU7S > (3ml) m&tZ&gM 
iJWO. 1 8g ( 1 . 3 1 mmo 1 ) St/5wt. % 
<7)*Sttftifl£jD;L. 1 7 0"CT'3B*HaDSiJiffL^. 
Sffi* T'&ia L£ . 1 M -ifiiS^Jpi . ft® 



36 (1H, ddd, J = 8Hz, 7Hz, 1Hz), 
7. 64 (1H, ddd, J=SHz, 7Hz, 1H 
z),7. 69 (1H , dd. J=7, 111 z) , 8. 
1 6 ( 1 H , dd, J=8Hz, 111 z) , 8. 82 
( 1H , d d, J = SHz, 1H z ) . 1 1 . 5 5 ( 1 
H , s) 

IR(f, cm" 1 , KBr) :2960, 2924, 1 
654, 1 602, 1 530, 1 256. 788, 74 
6 

EI-MS (m/z. %) : 36 8 (m + . 23). 2 
69 (70) , 25 1 ( 18) , 1 74 (3) , 146 
(5), 132(100), 120 (28) 
It* : 12 0-12 rc 

[0194] mmmi i ■. 2 - [ 2- ( 3- 71-^7 

[0195] 

[•(1:4 6 ] 



II0 2 C H 



H 

#u «t*«oa^hy wc«*a. «£«ets* 

U f»£ft0. 18g (JR*4 2. 9%) £f#fc. 
[0197] NMR (CDCI3 )<?:1. 98-2. 
08(2H, m), 2. 77(2H, t. J=7H 
z ) , 3. 2 1 ( 2H, t, J = 7Hz) . 6. 64- 
6. 72 (2H, m) . 7. 10-7. 24 (4H, 



(26) 
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m). 7. 24-7. 36 (3H, m) , 7. 61- 
7. 67 ( 1H, m) , 7. 70 ( 1H. dd, J=8 
Hz, 1Hz), 8. 15 (1H, dd, J=8Hz, 
1Hz) , 8. 82 (1H, d, J = 8Hz) .11. 
6 1 ( 1 H, s ) 

IR(y, cm" 1 , KB r ) :2920. 1650, 1 

602, 1 574, 1 534, 1 262. 758 

E I -MS (m/z, %) : 374 (m + , 51), 3 



H0 2 c 




0 N 
H 



VW 



[02003 9?&mit:2- (2-^^ 

75 S<yXT S h* ) £SSIS0 . 1 5 g ( 0 . 4 4m 
mo 1 ) ON, N-i/^f-yl^/l-ATS Y ( 5m 1 ) M 
mzwmtl V*7J>0. 13g (0. 97mmol)M 
3-V*9>0. 1ml (1. 7 6mmo 1 ) 2:Ja^. 

5ou-n«#Lt. mmmz^mi. mm 

x^Tfiliaj Ltz . * US £ *&lAmJela7j<T-)I&& 

U *Efl:^«J0. 14g (JR*8 5. 7%) 
[0201]NMR(CDCl 3 ) S : 0. 78(3 
H, t. J = 7Hz) , 1. 10-1. 22 (6H, 



Me0 2 C H 



0 /wv 

He 



[0 2 04] ##^1 7T»itW:2- [2 - (N-* 
f-zl^^AT 5 7 ) ^yXT S K ] f-7P 

0. 14g (0. 38mmol) (0I^y-;K5m 
1 ) HClM-^SNtth 'J^A7}c^l5m 1 SrJn 

La. mm>m&x.i-;i-'\*iryxm®i&L, mm 

■ft^ttO. 09g (JR*68. 1%) 
[0205]NMR(CDC1 3 ) d : 0 . 71-0. 
77 (3H, m) . 1. 05-1. 1 5 (6H. m) , 

1. 38-1. 50 (2H, m) , 2. 78 (3H, 
s), 2. 92-3. 00(2H, m), 7. 08- 

7. 1 8 (3H, m) , 7. 38-7. 66 ( 1H, 
m) , 7. 98(1H, dd. J = 8Hz. 1Hz), 

8. 08 (1H, dd, J=J=SHz. 1Hz), 
8. 87 (1H, d, J = 8Hz) 

IR (i/, cm-i, KBr) :2928, 1664, 1 
586, 1 5 1 6, 1 234. 756 
E I -MS (m/z. %) :354(m + . 22). 2 
83 (42) . 265 (46) , 2 18 (69) . 2 1 



56 (3) , 269 (69) , 2 5 1 (22) , 1 74 
(5) , 146 (14) , 1 32 (1 00) , 1 20 
(36) 

St* : 2 0 2-2 0 3'C 

[0198]##ffll7 : 2- [2- (N-^^Of 
i/)VT 5 J ) KyXT 5 H ] 
[0 199] 
[£4 7] 



Me0 2 C H 
■ N 



Cf ... 



/'WV 
Me 

m), 1. 40-1. 50(2H, m). 2. 83(3 
H, s), 2. 97-3. 04(2H. m), 3. SS 
(3H, s) , 7. 07-7. 14 (2H, m) , 7. 
17 (1H, d, J = SHz), 7. 41 (1H, dd 
d, J=8Hz, 7Hz, 1Hz). 7. 54-7. 6 
0 ( 1H, m) , 7. 98 (2H, ddd. J = 9. 
8, 1Hz), 8. 86(1H, d. J = 8Hz), 1 
2. 58 ( 1H. s) 

[0202] mmm28 2- [2- (n ^f^i/ 

/U7 5 J ) ^yxr S H ] 
[0 203] 
[£48] 



H0 2 C H 

rY* 



!v0 



/'WV 
lie 

7(93), 146(46), 1 34(100). 13 
2(67) 

[0206] ##011 S : 2- ( 2, 6-^00^ 

[0 207] 
[£4 9 ] 

Cl> 

H0 2 C E102C H 



00 

0 CI 



[0208] 2, 6-x?oo£,t.#iS3. Og (1 
5 . 7 m m o 1 ) O&Tk^y-tfyJtM (20ml)C« 
tt/f-*~)l> 2.0ml Jtf/N . N - if* f-/Mvk£.T 5 

*Lfc. S8iffl!«rB»xf-;l, (20ml) (C*gft?U d 
*l£*$T#clfc$ U ^A4 . 3g (31. 4mmol) 
St>'2-T5y^l.Si§Xf-^2. 3ml (15. 7m 
m o 1 ) ( 3 0 m 1 ) Mfm&.*i~)V (20ml) 

nm-smmizmrL. aaT4 2iwBSHfUfc. *«i 



(27) 



ttHW 11-17 18 4 8 



7 a -x-mmitdk. wffi^fr-^*?>xm 

& B B LIE^i2. 8g (1R*5 3. 6%) 
[0209] NMR (CDC1 3 ) 8 : 1. 39 (3 
H, t, J=7Hz), 4. 34(2H, J=7H 
z) , 7. 1 6-7. 22 ( 1H, m) , 7. 30(1 
H, dd, J = 9Hz, 2Hz), 7. 61-7. 67 
( 1H, m) , 8. 10 (1H, dd, J=8Hz. 1 

Et0 2 C H V^l 

^vw - 

[0212] ##W 1 STSBtU: ( 2 , 
K>XT 5 F ) £,6#&Xf-A' 2. 82g(S. 34m 
m o 1 ) <t>x? / -;K20ml) 1 M-^Kfb 

•fh y (20ml) itat. emmmmm 

«SK£irFU»ttCLfcfiL Bflfixf-zPTttajUfc. 

^iv-^^yxmm^L.mmt^i. osg 

(JR*8 0. 3%) 

[0 2 1 3] NMR (DM SO- d e ) d : 7. 2 8 




[02 1 6] 9TfBtU:2- (2, 6-^*7 

on^yXTS K) $,ft#§?0. 30 g (0. 9 7mm 
o 1 ) C0T-Vy (3m 1 ) j8Sft(CjKK*y?.k0. 3 
2g (2. 3 2mmo 1 ) Sy'5wt. %£7)vStt-fL*& 

ani, 4n*BHn6saBttLfcft. aa*T««iufc. rib 
«£*ai«^fi*Tjf ass^u *t*iasw- h y •> 

Wn?h 7? 7 4 -THIS! Lfcwfe, BSBx^-^ 

TIBS A L . «Kfli£ft 0 . 1 3 g ( 3 0 . 
8%) fcttfc. 

[0217]NMR(CDC1 3 ) S : 6. 83(2 
H, d, J=SHz) , 6. 89-6. 95 (2H, 
m) . 7. 06-7. 1 6 (6H, m) , 7. 20- 
7.28 (4H, m) , 7. 53-7. 59 ( 1H. 

H0 2 c h C 'Y^1 

Cr'rV ~ 



Hz) , 8. 90 <1H, dd, J=8Hz, 1H 
z) , 11. 39 (1H, s) 

[02 10]###J19 : 2- (2, 
X75K) £A*K 

[02 11] 

Ut5 0] 




(1H, ddd, J = SHz, 8Hz, 1Hz), 7. 
55 (1H, dd, J = 9Hz. 7Hz), 7. 60- 
7. 65 (2H, m) , 7. 70 (1H, ddd, J = 
9Hz, 8Hz, 1Hz), 8. 03 (1H, dd, J 
= 8Hz, 1Hz), 8. 55(1H, dd, J=8H 
z, 1Hz) , 11. 56 (1H, s) 
[02 14] mtM 2 9 : 2- (2, 6-^7x^7 

[02 15] 
Hfc5 1] 




m), 8. 0 4 ( 1H, dd, J=SHz, 1Hz), 
S. 72 ( 1H, d, J-SHz ) , 11. 53(1 
H, s) 

IR(u, cm" 1 , KBr) : 2 960, 1680, 1 
658, 1 574, 1 508, 1 262, 7 52 
EI -MS (m/z, %) :439 (m + , 57) , 4 
2 1 (1 0) , 368 (8) , 303 (23) , 302 
(22) , 276 (7 3) , 23 1 (52) , 20 5 
(100) 

IL6 : 1 1 o - 1 1 rc 

[0 2 18]Hife^J3 0 : 2- (2. 6-^*5^7 

[02 19] 
[ft5 2] 




[0 2 2 0] ##«1 9T"«SL^2- (2. 



np^yX7SK)ScJRSK0. 30g(0. 97mm 



(28) 



W 11-17 18 4 8 



o 1 ) CO^* i/)VT 5 V ( 3 m 1 ) i&lKftSW? 'J * A 
0. 3 2g (2. 3 2mmo 1 ) W5wt. %<7)v£tt 
ftfflSrJBi. ft* +1 7 0'CT 3B*|8MnSR8Httfc«. 
S**THSPU:. R^iRfclM-fflK&flD*.. 
xf-;l/T«aj Lfc . *H« £ *aiftHWH8*TJf 
#U itM^M^AT^^ JS*SES:«ETe* 
Lfc . mm* yWWo7h/77^ -TfSS L 

2 1 g (JR$4 9. 9%) fcfcfc. 
[0221]NMR(CDC1 3 ) 5 : 0. 82(3 
H, t, J=7Hz) , 1. 19-1. 39 (6H, 
m) , 1. 56- 1. 62 (2H, m) . 3. OS (2 
H. t, J = 7Hz) , 6. 10 (2H, d, J = 8H 
z ) , 7. 09-7. 17 ( 2H, m) , 7. 62 ( 1 



H0 2 C fl 



v*7 

0 CI 



[0 2 24]##ffllOTS!iiUi:2- (2-?on- 
4 - 7 x xyUxf-x/l^yXT S F ) $*#»0 . 4 0 
g ( 1 . 0 6mmo 1 ) COS -7i-;l/rot^7S > 

(3ml) mWllZgmtlOVA.O. 18g(l. 28m 
mo 1 )&tf5wt. %OStt-ftffl$rJP^.. 18 0XT' 

lM-JSK&jp^., iMsxf-^'CttaiUfc. 

St>'^ft«a*T']ii;^# L , *S*BSItf- F 0 7 AT* 

■7 f J/ 5 7 ^ -turn Lfca > * 9 j - fr-cm&k tm 

K-ffc&ftO. 30 g (JR*5 9. 2%) 
[0225] NMR (CDC 1 3 ) 5 : 2. 06(2 
H, P e nt, J = 7Hz) . 2. 78 (2H. t. J 
= 7Hz), 3. 23(2H. t, J = 7Hz), 6. 
82-6. 87 (2H, m) , 7. 1 3~7. 32 (7 
H, m) . 7. 34-7. 39(3H. m). 7. 54 



H0 2 C 



0 CI 



[02 28] ##011 0Tt!iiU:2- (2-?on- 
4-7 i"iHf-)KyX7 S F ) $A#iSO . 4 0 
g ( 1 . 0 6mmo 1 ) CO* 9 *)V7 5 V ( 3 m 1 ) if 
^EfcMffi^U^AO. 1 8g ( 1 . 28mmo 1 ) Mf 

5wt. %<D%<wmzi}\ii . i sox:^ 3BasHraaai 

-Till! Lfcft . MSx*^-^* y-cSISfi USIE 



H, ddd. J = 8Hz, SHz. 1Hz) , 8. 09 
(1H, dd, J = 8Hz. 1Hz) .8. 78(1 
H, d, J=SHz ) 

I R ( u , cm-i , KBr) : 1 6 8 2 . 1 6 4 6, 1 
580. 1 520, 1 270, 74S 
EI -MS (m/z, %):423(m+. 27), 4 
05(1 3), 368 (100) , 286 (42) , 2 
36 (4 5) 

MA: 1 9 5-1 97°C 

[0 222] 9mm 3 1:2- [4-7x-^xf_yP 
-2- (3-7xX^7DtV1^757) *yX7S F] 

[0223] 

K0 2 C H fY 

-7. 58(2 H, m) , 7. 62-7. 6 9 (2H, 
m) , 8. 18 (1H, dd, J=8Hz. 1Hz) . 
8. 81 ( 1H, d, J = SHz) , 11. 62(1 
H, s ) 

IR(v, cm-i, KBr) :2936. 1 6 50, 1 
604, 1 586, 1 53S, 1 260, 7 54 
EI -MS (m/z, %) :474 (m + . SO) , 4 
56 ( 57), 374 (20) , 35 1 (5 0) , 26 
9 (23) , 232 ( 1 00) , 1 76 (2 7) , 1 3 
2(4 1), 1 20 ( 22) . 9 1 (72) 
«£: 1 9 9-2 0 0°C 

[0 2 26] HSfe$|3 2 : 2- {2-*9+)VT\J- 

[0227] 
Mt5 4] 



H0 2 C 




0 gww 



fll^ftO. 0 5g (JR*9. 6%) Sttfc. 
[0229]NMR(CDC1 3 ) 5 : 0. SS(3 
H, t, J = 7Hz) , 1. 22-1. 40 (8H. 
m) , 1. 40-1 . 50 (2H. m) . 1 . 78 (2 
H, pent, J = 7Hz), 3. 20(2H, t, J 
= 7Hz) , 6. S3 (1H, dd, J = 8Hz, 1H 
z) , 6. 89 (1H, d, J=lHz) .7.12- 
7. 18 ( 1H, m) , 7. 34-7. 40 (3H, 
m), 7. 56-7. 60 ( 2H, m) . 7. 6 3- 
7. 69 (2H, m) , 8. 17 (1H, dd, J = S 



(29) 



HHW 11-17 18 4 8 



Hz, 1Hz), 8. 80(1H, dd. J = 8Hz, 
1Hz ) , 11. 59 ( 1H, s) 
I R ( v, cm" 1 , K B r ) : 29 24 , 1656. 1 
604, 1564, 1 520, 1254. 752 
EI-MS (m/z, %) : 4 50 (M-H8. 4 
9) , 42 1 (1 0) , 368 (IS) ,351(7 



H0 2 C 




[02 32] ##P"J1 0-mmWz2- (2-?oo- 
4 -7 i-;Hf ^;K>X7S H) £,f,#K0. 3 0 
g ( 0 . SOmmo 1 ) OT^/PT $ > (2ml) 
tKK*'J«7A0. 13g (0. 96mmo!) 
wt . %O^tt(»fl0;c. iffi* 1 8 0^3 WrBKlD 

mint. swxf-^Tttajtfc. *r*i**atfttfn 

7^-fWMLTOL-^ttO 1 Sg (IR*5 3. 2%) 

[0233] NMR (CDC1 3 ) S : 0. 98(3 
H, t , J = 7Hz ) , 1 . 44- 1 . 54 ( 2H. 
m) . 1. 66-1. 76 (2H, m) . 3. 02(2 
H, t, J = 7Hz), 6. 83(1H, dd. J=8 
Hz, 1Hz) , 6. 89 ( 1H, d, J=lHz) , 



N0 2 C H 



ci 



[0 2 36] 0"WHJttfc2- (2-?no- 

4-7 x-;Hf-;KyXT 5 H ) £JBL#K0 . 3 0 
g (0. SOmmo 1 ) Of^TSy (3ml) 
fcflfflMrU^O. 1 3g (0. 96mmo 1 ) Rl/5 
wt. %<r>^m\M^t. lS0°CT'3B$rajpgiJS# 
LfcflL ffiWCHWSU:. RJCjgaJEtlM-jSKSrJni 

£1*0. 08g(«^18. 9%) 
[0 2 37] NMR (CDC1 3 )^:0.87(3 

H, t, J = 7Hz) , 1. 20-1. 40 (1 2H, 
m) , 1. 40-1. 50 (2H, m) , 1. 66- 

I. 7 6 (2H, m) , 3. 20 (2H, t. J = 7H 
z) , 6. 83 (1H, dd, J = 8Hz, 1Hz), 



2) , 176(15) 
: 1 6 2-1 63*C 

[0 230] ^M^J3 3 : 2- ( 2 -^f^TS 7-4 
- 7 x x;|,x^x;l^ y XT 5 K ) £&#K 

[023 1] 

Hfc5 5] 



HQ Z C 




0 N 



W 



7. 12-7. 18 ( 1H, m) . 7. 33-7. 40 
(3H, m) , 7. 54-7. 60 (2H, m) , 7. 
62-7. 68 (2H, m) , 8. 17 (1H, dd, 
J = 8Hz , 1Hz) , 8. 80 (1H. dd, J = 8 
Hz, 1Hz) , 11. 59 ( 1H. s) 
IRU, cm" 1 , KBr) :3438. 2956, 1 
680, 1 650, 1 540, 1 262, 7 54 
EI-MS (m/z, %) : 4 1 2 <m+. 69), 3 
94(12), 369(22), 276(33), 23 
2 (1 00) , 1 76 (23) 
H£: 217-219°C 

[0 2 34]»fePJ34 : 2- ( 3 -tV/W7$ /-4 
- 7 x -;^xf-;K y XT 5 H ) 
[0235] 
Ht5 6] 



B0 2 C 




%s 0 Jwwv 

6. 89(1H, d, J = l ) , 7. 12-7. IS 
(lH,m),7. 23-7. 40 (3H, m ) , 7 . 
53-7. 59(2H. m), 7. 62-7. 68(2 
H, m) , 8. 1 7 ( 1H. dd, J=SHz, 1H 
z), 8. 80 (1H, dd, J=8Hz, 1Hz), 
1 1 . 60 ( 1 H, s ) 

lR(u, cm' 1 , KBr) :2924. 1 652. 1 
60S, 1 53S, 1 2 58, 764. 754 
EI-MS (m/z, %) :496 (m + . 42) . 4 
78 (87) , 369 ( 2 6 ) , 3 5 1 ( 1 00 ) , 3 
23 (30) , 232 (45) 
H£: 14 4-146°C 

[02 38] ###J2 0 : 2- (2-?nn-5-7x 
-;l/Xf-/KyX7 $ F ) EA«x?^ 
[0239] 
HC5 7] 



(30) 



flfBPFl 1-1 7 184 8 




[0 24 0] 2-?Dn-5-7i-;Hf-^I,# 
M2. 0g (7. 7 9mmo 1 ) c^fe^y-tViM 
(15ml) tigftf-^-^ 1.0ml &t/N , N - ^ 

a. mmmET'gzuz, mmmm^^ (20 
m 1 ) izmmi. zixzmsTmttVTyj*!. 1 g 

(15. 6mmo 1 ) Mf7 5 /£,§.#Kx^-/H . 1 
ml (7. 7 9 m m o 1 ) <T>*. ( 1 5 m 1 ) RlMM*. 
fiKlOml) OilltrMcjiTFU S^T'2B$p a W 

mm^^-^^yxm^Bimnit^i . 7 g 

(JR*5 3. 4%) 

CI 

Eto 2 c H Y || 



[0244] ##flJ2 0TlJ3IU:2- (2-?oa- 
5 - 7 x _;Hf-/KyX7 5 F ) £,t.#l£x^-/l/ 
1 . 6Sg (4. 1 6mmo 1 ) (7)3.? J-lV (15m 

i ) mmtz i m-?mnti- h o vi±*mm 2 0 m 1 z n 

L/c. BTOtlffllxf^-^irvTSifcRU MB 

5 3g (1R*9 7. 8%) £%tz. 
NMR (DMSO — d 6 ) S : 7 . 24-7. 30(1 



H0 2 C ! 



[0247] ##M2 lTlKiLfc2- (2-;nn- 
5-7 x-/Hf^;KyX7 5 H ) £JMfK0 . 3 0 
g(0. 80mmo 1 ) 3 - 7 x x;U7*n fcf/P7 5 
(1. 5m 1 ) U^AO. 13g(0. 9 

6mmo 1 ) RV5vrt. Xn&mmZtol. 180 

?D7h/77 -f-'CfMLfcft, MXf-/U-A.df.if 



Et0 2 C H 

0" 



[0 24 1 ] NMR (C DC 1 8 ) : 1.40(3 



H, 
z) 
7 . 
z) 
7. 
z) 
8. 
H, 



t. J = 7 H z ) 
, 7. 14-7. 
38 ( 3H, m) 
, 7. 50-7. 
66 ( 1H. m) 



. 4. 37 ( 2H. 
20 ( 1 H, m) , 
, 7. 4 5 ( 1 H. 
56 (3H. m) . 
, 7. 80 ( 1H. 



q . 
7. 
d, 
7. 
d 



J = 7H 
33- 
J = 8H 
60- 
J = 2H 

, 8. 1 0 ( 1H, dd, J=8Hz, 1Hz) , 
88 ( 1H, d, J = 8Hz) , 11. 57(1 
s) 

[0 24 2] #i#flaj2 1:2- (2-?DD-5-7x 

[0243] 
Ub5 8] 



H0 2 C H Ym 



H, m) , 7. 43-7. 48(3H, m) . 7. 57 
-7. 63 (2H, m) , 7. 65-7. 74 (3H, 
m), 7. 91 (1H, d, J = 2Hz), 8. 03 
(1H, dd, J-SHz, 1Hz), S. 50(1 
H, d, J = SHz ) , 11. 61 (1H, s), 1 
3. 71 (1H. br-s) 

[0245] Xtkffl3 5 : 2- [5-7i-/PXf^ 
-2- ( 3-7x^7°nb°;L0 T^y\yXT$ H] 

[0246] 
[ft5 9] 



HN 




XL 



H0 2 C H 



VTBIS ft LWEft** 0 . 1 5 s ( JR* 3 S . 6 % ) 

[0 248] NMR (CDC 1 3 ) d : 2 . 00-2. 
0 9 (2 H , m ) , 2. 7 8 (2 H . t, J=7H 
z) . 3. 24 (2H, t, J = 7Hz) .6.65 

(1H, d, J = 8Hz) , 6. 9 5-7. 02 (1 
H,m), 7. 17-7. 33 (8H, m) , 7. 46 
-7. 55 (3H, m) , 7. 58-7. 64 (1H, 
m) , 7. 9 1 ( 1 H, d, J = 2Hz ) , S. 0 1 

(1H, d. J = SHz), 8. 79 ( 1H. d, J- 



(3 1) 



ftBWl 1-17 184 8 



8Hz) , 11. 70 (1H, s) 

I R ( v , c m- 1 , KBr) :2928, 1658, 1 

604, 1532, 1262, 756 

EI -MS (m/z, %) :47 4 (m + , 9) . 45 

6 (1 00) , 383 (36) , 35 1 (46) . 23 

2(9) 



H0 2 C H 

' • N 



Co, 



[02 5 1 ] #*W2 l?fl&tU:2- (2-?nn- 
5 - 7 1 -;Uxf--/KyXT 5 H ) 0.30 
g ( 0 . 80mmo 1 ) (03 -7i-^7nt;l^7S y 

( 1 . 5ml) U *7A0 . 1 3 g ( 0 . 9 

6mm o 1 ) &tf5wt. %<0vS14-fl^S:JP^, 180 
•CT'l . 5»WU:fi a*4"TJ«ILfc. R 

*?y?«SftL«iefc£«J0. 17g (iR$5 0. 7 
%) fcfcfc. 

[0252]NMR(CDC1 3 ) S : 6. 99-7. 
04 (1H, m), 7. 07-7. 12 (1H, m), 
7. 22-7. 39 (8H, m), 7. 4 6 ( 1 H, d 
d, J=8Hz, 2Hz), 7. 50-7. 56(2 
H, m) , 7. 61-7. 66 (1H, m) , 7. 97 
(1H, d, J = 2Hz). 8. 0 4 ( 1H, dd, J 
= SHz, 1Hz), 8. 81 (1H, d. J=8H 
z) , 9. SI ( 1H, s) , 1 1. 79 ( 1H, s) 



IR ( 



KBr) : 1 682, 1 646, 1 



580. 1 520, 1 270, 748 
EI -MS (m/z. %) : 423 (m+, 27), 4 
05(13), 368(100), 286(42), 2 
36 (45) 

K£: 1 9 9-2 0 2'C 

[0 2 5 3] ##ffl2 2 : 2- (4-3-K-2--F 

[02 54] 
Hfc6 1 ] 



E10 2 C H 



0 N0 2 



[02 59] ##M2 2T'S3tt3t2- (4-3-K- 
2--h n^yXT S H ) 3of.#i£x^2 . 2 5 g 
( 5 . 1 1 mm o 1 ) COX^ 7 -;K 1 0 m 1 ) Jgjffifc 

2 0%7y*-<?J*irfryT4 vxffiKiom 1 zmr 



Wj&: 1 94-1 9 6°C 

[0249] mmM36 : 2- ( 2-7x-^7i7- 

5-7 I ^/nf-yKyx7j v) sxmm 

[0250] 

uteo) 



H0 2 C H 

Or" 



Co. 



H0 2 C 



NO, 



Bt0 2 C 



0 N0 2 



[025 5 3 4-3-K-2--M3$**«l . S2 
g ( 6 . 2 1 mm o 1 ) W^KO'-trVrg^ (10m 
1 ) (Cifi-ftf-^x;H . Om 1 &tXN . N -S^f-^* 

«ETff*U:. SSSfcfcBHax*^ ( 1 5 m 1 ) (cjg 
JBU ZtiZX&TfflktiWAl. 8g (13. 0 5 
mmo 1 ) &I/2-7$/£f.§Sp:^0. 9 7ml 
(6. 52mmol)«*(15ml) 2W>'PB?xf-;P 
(5ml) aBfemSLtMTl. Sffl-Cl 6B*fiHJH*L 
fc. U *Jf rliiSx^TftlftL*:. * 

*)\s-^*vvxm&&LwmitM2. 25s mm 

8 2. 3%) 

[0256] NMR (CDC 1 3 ) 8 : 1 . 40(3 
H, t, J=7Hz), 4. 35 (2H. J=7H 
z). 7. 16-7. 21 (lH.m), 7.44(1 
H, d, J=8Hz), 7. 59-7. 65 ( 1 H, 
m) , 8. 05-8. 1 2 ( 2H, m) . 8. 39 ( 1 
H, d, J = lHz). 8. 77 (1H. d, J=SH 
z), 11. 66(1 H, s) 

[0 2 57] ##W2 3 : 2- ( 2 -7$ 7-4-3- 

K<VX7 5 P ) KAWIxf-A' 

[0258] 

[ft6 2] 



Et0 2 C 



0 NH 2 



(32) 



WP1 1-17 184 8 



Ltz . »S*fc«4b< *U VTStt* LUfEft^ 0 . 
97 g (JR4S4 6. 5%) fcfcfc. 
[0260]NMR(CDC1 3 ) 8 : 1. 42 (3 
H, t, J = 7Hz), 4. 41 (2H. J = 7H 
z) . 7. 07-7. 14 (3H, m) . 7. 4 1 (1 
H, d, J=8Hz), 7. 58(1H, ddd, J = 
8Hz, 7Hz, 1Hz). 8. 09(1H, dd, J 



Et0 2 C ] 

rY • ' 



[0 2 6 3] ##M2 3T«jiL/i2- (2-75 7 
4 - 3 - K^vXT 5 H ) SJft#»x-f /I/O . 9 7 g 

(2. 36mmol)£0ylf;17i>-{10ml 
?B-a*^H^T7x-;l/T-fef-l^yO. 4ml (3. 
55mmol), ^ont'X I- 'J 7 x-MX7 4 y 
A^y'^AO. 02g(0. 0 2mmo 1 ) aVH^-ft 
ffiO. 0 1 g (0. 0 4mmo 1 ) £flH;t. SaTH* 
IH«fFLfc». xx^r$y£$SETg*Uc. us 
1W=lM-ig»£jn;i. BBx^TttiBLfc. 4r«fB 

i.-^^yT'BfS&LgrtEfb^O. 5 5g (IPUP6 
0. 9%) 

[0264] NMR (CDC 1 8 ) * : 1. 43 (3 



Et0 2 C H 
N 



JO 



0 NH 2 



[0267] ##«2 4T«3SLfc2- (2-757- 
4-7x-;Hf-yK>X7S H ) £,ft#B?x^ 
0. 4 3 g ( 1 . 1 2mmo 1 ) ?)N, N->?^^* 

H(6ml) U^A3 0 Om g 

(2. 2 4mmo 1 ) 2K/3 - h\X * ^ 0 . 2ml 
(3. 3 6mmo 1 ) Mn£, iK7«WLt 0 

ov^77*-£T«l?U SIE^ftO. 24g 
(«5»4 2. 0%) 5r^?to 
[0268]NMR(CDC1 3 ) & : 1. 43 (3 



Et0 2 C H 
N 



0 NH 2 



[0271] ##0l2 4-CSiiLfc2- (2-757- 
4-7x^l-xf-;KyXrS I') £,§.#S?x^ 
0. 43g ( 1. 1 2mmo 1 ) <9N. 



= 8Hz, 1Hz), 8. 77 (1H, J = 8Hz, 1 
Hz) , 11. 88 ( 1H, s ) 

[0 26 1 ] ##M2 4 : 2 - (2-7S/-4-7x 
-lV±^-)VKyX7 5 F ) £,f.#Kx*-/U 

[0262] 

Hfc6 3] 



.0 



Et0 2 C H fi^T'' 

ll^J 0 NH 2 
H, t, J = 7Hz) , 4. 42 (2H. q. J = 7H 
z) , 6. 89 (1H, d, J=lHz) . 6. 92 
(1H, dd, J — 8 H z , 1Hz) ,7.12(1 
H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 34 
-7. 38(3H, m). 7. 5 1-7. 56 (2H, 
m) , 7. 69(1H. ddd, J = 8Hz, 7Hz. 
1Hz) , 7. 70 ( 1H, d, J = 8Hz) , 8. 1 
0 (1H, dd, J-8Hz, 1 Hz ) , 8. 80(1 
H, dd, J = 8Hz, 1Hz). 11. 8 9 (1H, 
s) 

[0 26 5] ##f^j2 5 : 2- (2-*^)VTiJ-4 
-7x-/Pxfz;KyX7S H) 3Sc&#Kx?^ 
[0266] 
[fL6 4 3 



Bt0 2 C 



0 N 

/ \ 
H Me 

: 7Hz) 



H, t, J = 7Hz) , 2. 93 (3H, d, J = 3H 
z) , 4. 42 (2H, q, J=7Hz) , 6. 84- 

6. 90(2H, m), 7. 08-7. 14 (1H, 
rn) , 7. 34-7. 39 (3H, m). 7. 54- 

7. 6 1 < 3H. m) , 7. 72 < 1H. d. J = SH 
z) , 7. 84-7. 94 ( 1H, m) . 8. 1 0 ( 1 
H, dd, J = 8Hz, 1Hz) , 8. 76 (1H. d 
d, J=8Hz, 1Hz), 11. 88 ( 1H, s) 
[0 269] ##<?IJ2 6 : 2- {2-i?*+)VT$J- 

4 - 7 x ~)V^-)VK>XT 5 K ) £&#Bx*;U 
[0270] 
Hfc6 5] 



EtO z C 

if 



vO 1 



0 N 
/ \ 
Ue Me 

;kA7SK (6ml ) SaEfcrflJK#U?A3 0 0mg 
(2. 24mmo 1 ) RXfB-V*?yO. 2ml 
(3. 36mmo 1 ) ^JP^. S^T-17B#p a W#U 



(33) 



tfBW 11-17 18 4 8 



0. 2 9g (JR*6 3. 0%) frfffc. 
[0272]NMR(CDC1 3 ) 8 : 1. 39(3 
H, t, J=7Hz) , 2. 84 (6H, s) , 4. 3 
5 (2H, q, J=7Hz) , 7. 1 1 ( 1H, dd 
d, J=SHz, 7Hz, 1Hz), 7. 24-7. 2 



Et0 2 C 



D N 
H \ 



Me 



[0 2 7 5] ##M2 5"ttiiSLfc2- (2-**^7 
5 y - 4 - 7 x -Wf-;KyX7 5 h" ) £S#6£x 
^0 . 0 6 g ( 0 . 1 6 mm o 1 ) c7)X? /-/Ml 
0ml) 1 M -#Rfc-J- h 'J ^A*jgJ8 15ml 

£fln;t, 4«HBBB3fisaS[Lfca, x?y -;U$r$ETS 
* L/C . »1^fc7kfcT«SK£»T LRttfc: Lfct*. 

ga^lO. 05g (JR$94. 0%) 
[0276] NMR (CDC 1 3 ) $ : 2. 94 (3 
H, s), 6. S6(1H, dd. J = 8Hz. 1H 
z) , 6. 88 ( 1H, d, J = lHz ) . 7. 1 5 
(1H, ddd, J = 8Hz, 7Hz, 1Hz). 7. 
34-7. 40 (3H, m) , 7. 54-7. 59 (2 



Et0 2 C H 



0 N 



JO 



/ \ 



Me Me 

[0 2 7 9] #^CR|2 6T*jiLfc2- (2->^/U 
7^-4-7x -/^Xf-/KyX7 5 F ) 
Xf-M/0. 29g (0. 7 1mmol)^x^y-;l/ 

(10ml) Sffitc 1 M-*itft* F 'J *A**» 1 0 

TS£ Lfc . HW»t*»T«8ll*arF LUttfc Lfc 

B H H U miEft^O. 19g (JR*6 9. 4%) £f# 

[0280] NMR(CDC1 3 ) S : 2. 94 (6 
H, s ) , 7. 1 3-7. 1 9 ( 1H, m) , 7. 28 

( 1H, dd, J = 8Hz, 1Hz) , 7. 32(1 
H, d, J = lHz) , 7. 35-7. 40 (3H, 



7 ( 1H, m) , 7. 30 ( 1H. d, J=lHz), 

7. 34-7. 40 (3H, m) , 7. 53-7. 60 
(3H, m) , 7. 94 (1H, d, J = 8Hz) , 

8. 03 ( 1H, dd, J = 8Hz, 1Hz ) , 8. 9 
1-8. 94 ( 1H, m) , 1 2. 59 ( 1H, s) 
[027 3] 101013 7 : 2- (2-^^75 7-4 
- 7 x -)Vm--)VK>XT $ F ) KAtfH 

[0274] 
Hfc6 6] 



HC 2 C 



0 N 
H V 



H, m), 7. 62-7. 67 ( 1H, m) , 7. 66 
(1H, d, J=8Hz) , 8. 16 (1H, dd. J 
= 8Hz, 1Hz) , 8. 80 (1H, dd, J-8H 
z, 1Hz) , 11. 66 ( 1H, s) 
IR(y, cm" 1 , KBr) :3416, 1690, 1 
646, 1 608, 1 584, 1 536, 1 230, 7 
52 

EI-MS (m/z, %) : 370 (m+, 4) , 35 
2(1), 278 (1 ) , 256 (1) , 234 (5) 
Kjft: 2 1 9-2 2 Or 

[0277] m&M38 : 2- ( 2-V*&)VT*J- 

[0278] 
MH6 7] 



H0 2 C 

0 



N 

/ \ 
Me Me 

7. 54-7. 60 ( 2H, m) 



m) 

H, ddd, J = SHz 
( 1 H, d, J = 8Hz 
= 8Hz, 1Hz) , 8 



7. 65(1 
7Hz, 1Hz) . 7. 96 
,8. 1 2 ( 1 H, dd, J 
97 ( 1H, d, J=8H 



z) , 1 2. 4-1 2. 6 ( 1H, m) 
IR (i/, cm' 1 . KBr) : 1 696. 1652, 1 
586, 1 522, 1 1 96, 764. 752 
EI-MS (m/z, %) : 384 <m + , 19) , 3 
66(3), 248 (100), 247(90), 19 
1(13), 176(11) 
fflL£: 18 6-1S7 C C 

[0281 ] ##ffl27 : 2- (2-7o^-3~7x 
-;l/Xfz;K>'X7^ F) £,fe#ftx?-/P 
[0282] 
Hfc6 8] 



(34) 



1-1 7 1848 



II0 2 C 




[0283] 2-/n^-3-7i -j]sX*-)l&&Jg 
mi . 5 3 g<7)*7K<^>?M (10ml) Cifi-fLf- 
1.0ml &1>'N , N - f-zl^/UAT 5 HIS 

^rte^, o. 7 5®mM&M$iiwk. imzm&T 

S*L£. *M£PKxf-/l< (20ml) (c&ISU 
,ril£ »TII* y >7A 1 . 4g (10. 16mmo 
1). 2-rSy^l.SlgX^l-O. 7 5ml (5. 0 
8mm o 1 ) ( 1 5 m 1 ) Jtf/Plp:^/!" ( 5 m 

i ) ^-£s$(c}rFU m&x-i ittfisismuz. * 
u s^Kig-f y ? at- 

^*^yTBS£ B B a U MEfls-dttl. 80g (IR$7 

Et0 2 C H fj^l 

Cx'rrSo - 

[0287] ##0IJ2 7T»tLfc 2 - ( 2-7ot- 
3 - 7i-/Hf-;lX>'X7 5 H ) £,f.#l£xf-;P 
1. 79g(3. 99mmol) ff)JC?S->l> (2 0m 
1 ) mttiZ 1 M-*HHW" b 'J «7A*» it 2 0 m 1 £2JD 

1 . 5 2 g 0D»9 0.5%) 

H0 2 C H 

' - N 



[02 9 1 ] ##W2St'Sitt^2- (2-7nt- 
3-7 x-/Hf-/KyX7 5 K ) £,ft#ltO . 3 0 
g (0. 7 1mmo 1 ) OTx'jy (2ml ) mmiz&i 
S^y-7A0. llg(0. 80mmol)ay'5w 

t . %<7>%mm mat. i s o'ct 2 tmtvmm i 
x-rnxmb. m?m®i-hVTyj*x-mm. mum 

LfK-ftettO. 17g (JR*5 6. 3%) 
[0292]NMR(CDC1 3 ) 5 : 6. 82(1 
H, s), 6. 93-6. 98 ( 1 H, m), 7. 03 
-7. 10(3 H, m), 7. 14-7. 28(8H, 
m) . 7. 3S ( 1H. dd. J = 7, 1Hz) . 7. 



Et0 2 C H 



8. 9%) t'&tz. 

[0 284] NMR (CDC 1 3 ) 8 : 1. 39(3 
H, t, J = 7Hz) , 4. 35 (2H, J = 7H 
z) , 7. 14-7. 20 ( 1H, m) , 7. 35- 

7. 43 (4H, m) , 7. 50 (1H, dd, J =8 
Hz, 1Hz), 7. 57-7. 67(4H, m ) . 

8. 1 0 ( 1H. dd, J = SHz, 1Hz), S. 9 
0 (1H, d, J = 8Hz), 11. 48 (1H, s) 
[0285] ##^J28 : 2- (2-7ot-3-7x 

z;Hf-;KvX7 5 H ) £,§.#SS 
[0286] 
[^6 9] 



H0 2 C 



C H 



[0288] NMR (DMSO-d 6 ) d : 7. 23- 
7. 29 ( 1H, m) , 7. 44-7. 52 (3H, 
m) , 7. 56-7. 72 (5H. m) , 7. 81 ( 1 
H, dd, J-8Hz, 1Hz) , 8. 03 (1H, d 
d, J = 8Hz, 1Hz), 8. 57 ( 1H. d, J = 
8Hz ) 

[0 289] mtm3 9 : 2- (2-7x^757- 

[0290] 
Hfc7 0] 




0 N 

H 



43-7. 48 (1H, m) , 7. 79 (1H. dd, 
J=8Hz, 1Hz) , 7. 97 (1H, dd, J = 8 
Hz, 1Hz), 8. 2 6 ( 1 H , d, J = 8 Hz), 
10. 82 ( 1 H I R ( y , cm -1 , KBr) : 6 8 
S, 1 636, 1 604, 1 524. 1 240, 76 
2, 740, 698 

EI-MS (m/z, %) : 32 (m+, 67) , 4 
14(5), 296(100), 267 (2 9) 
K£: 5 7-2 5S°C 

[0 2 93] ###J2 9 : 2- (2-^/1/75 7-5 
- h »J ^ 'J ;^xf-;KyX7 5 H ) £.&#&x 

[0294] 
Utl 1 ] 



(35) 



1-17 1848 



Et0 2 C H 



va 



-7>/l/7S7 5- 



[0295] 2- (2-7>/l/7$7 5-3-HO 
XT 5 H ) $&*Rx?-SL'6 . 4 5 g (13. 82 mm 
o 1 ) (OvXf-^TSy (80ml ) jgfflCHJ.Xf-A' 
v l J/l-T-tf-l^>'2. 3ml (16. 59mmol), 
; J 7 o n £;*. MJ 7 1 7. 7 a V n y : J*7 A 9 0 m 
g (0. 13mmol)S^3^5 0rag(0. 2 
6mm o 1 ) ZMl. ffiTCl . 5^ia«Hf Ufttt, x 

IIU «£ffc#fc4. 5g(JR«74. 6% fcfcfc. 
[0 2 963 NMR (CDC 1 3 ) 5 : 0. 25(9 
H, s ) , 0. 96 (3H, t, J=7Hz) , 1. 4 
3 (3H. t, J = 7Hz) , 1. 42-1. 50 (2 



eto 2 c 



HN 




Si- 



[0299] ##ffl2 9 Tim Lfc 2 - ( 2 
5 7 - 5 - h D ^ : s 'J )lx.f-H< yX7 S H ) £ 
E#lcXf-;|/4 . 36g(9.99mmol)Orh5 
t Hn7?y (60ml ) jf?Stcl NI-tV yy° 
y^-iy A.yju$<) VThy t Ko75yi£$l i m l 

(ii. ommo i ) iMt. *.&t lmmmn Ltz. 
*&t/iaft^s*T)ni;M^ t . z&mm- 1 u ^ at* 

n7h^77^-t«IL, «Klk^3. 06g (IR 
^8 4. 0%) fcftfc. 

[0300] NMR(CDC1 3 ) 8 : 0 . 96(3H 
, t. J = 7H z) , 1. 40-1 . 52 ( 5H , 
m) , 1. 64-1. 72 (2H , m) , 2. 99 (1 



Et02C 

(7 



HN 




[0303] ##{&]3 2 - ( 2-y^)V7 

S J - 5 -xf-;KyX7 5 K ) £,&#i$X^;|/ 3 0 
Omg (0. 82mmol) CD j7xf-/l'7 > 5V ( 10m 

1 ) mmz4 - 3 - b'X h o-O-fc: >• 2 7 0ml ( 1 . 
09mmo 1 ) , y^DOt'X h 'J7i-;1-*X7 > 
A'7y-)A14mg (0. 0 1 mmo 1 ) RXfSHYM 
8m g ( 0 . 0 2 mm o 1 ) ZMl. m&T 1 V 



Et0 2 C 



0 

H, m) , 1. 62-1. 71 (2H. m) , 3. 14 
-3. 22 (2H, m) , 4. 42 (2H. q, J = 7 
Hz) , 6. 63 ( 1 H. d, J = 9Hz) ,7.11 
(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
42(1H, dd, J = 9Hz, 2Hz), 7. 57 
(1H, ddd, J = 8Hz, 7Hz. 1Hz), 7. 
86(1H, d, J = 2Hz), 7. 9 5-8. 01 
(1H, m), 8. 09 (1H. dd. J = 8Hz, 1 
Hz), 8. 6 5 ( 1 H, dd, J=8Hz , 1H 
z ) , 11. 69 ( 1 H, s ) 
[0 29 7] mmSO : 2- ( 2-^^75. J- 5 
-xf-/KyX7S F ) £g.#Kx?-^ 
[0298] 
[€7 2] 



H 



— ► Et0 2 C H 

Cr". 

H , s ) , 3. 1 6-3. 23 ( 1H , m) , 4. 43 
(2H , q, J-7H z) , 6. 65 { 1H , d, J = 
9H z ) , 7. 11 ( 1H , ddd, J = 8Hz, 7H 
z, 1Hz), 7. 44 ( 1H , dd, J = 9Hz, 2 
Hz), 7. 57(1H, ddd, J = 8Hz, 7H 
z, 1H z ) , 7. 88 ( 1H , d, J = 2H z ) , 
7. 98-8. 06 ( 1H , m) , 8. 09 ( 1H , d 
d, J = SHz, 1H z), 8. 68 ( 1H , dd, J 
= 8Hz, 1H z) , 1 1. 77 (1H . s) 
[030 1 ] ##CT3 1:2 - [ 2-7>/UT$y-5 
- (4--hn7x-;K if-;KyX75H] 

[0302] 
Hfc7 3] 

HN 

Et0 2 C H ^ 




fc"C W1SA L . «iEfc£ft 383mg(lR$95. 8 

%) zntz* 

[0 3 04 3 NMR (CDC 1 3 ) 8 : 0. 98(3 
H, t, J=7Hz), 1. 40-1. 55 (5H. 
m),1.63-1.74(2H,m).3.17- 



(36) 



ftHPFl 1-1 7 184 8 



3. 26(2H, m), 4. 43(2H, q, J = 7H 
z ) , 6. 71 (1H, d, J = 9Hz) .7.11- 
7. 16 (1H, m), 7. 51 (1H, dd. J=9 
Hz. 2Hz) , 7. 57-7. 65 (3H, m) , 
7. 9 5 ( 1 H. d, J = 2Hz), 8. 1 0 ( 1 H, 
dd. J = 8Hz. 1Hz) . 8. 20 (2H, d. J 
= 9Hz), 8. 68 ( 1H. d, J = 8Hz). 1 

m ^\ 
Et02C H Y(l 



1. 82 ( 1H, s) 

[0305] HMIJ40 : 2- [ 2 $ V- 5 
- (4--bD7x-/H xf- - ;K>X7 5 F ] $.1. 

[0306] 
Hfc7 4] 



N0 2 



HOjC H Yll 



[0307] mm 1 t«it It: 2 - [ 2 --f*)VT 
5 7-5- (4--bD7x-;l') xf--;K>-XT5 
K] ^.f.#Kxf-;|/2 5 0mg (0. 5 1mmol)<9 
^^■^y (10ml) jgjfcfc 1 W-KWfcf V 'J 

*ft?S2m i ^jd^., sffl-c i satiaigftU:. sutm 

1 Omg (JR*8 6. 4%) fcflfcfc. 
[0308]NMR(CDC1 3 ) 8 : 0. 99(3 
H. t. J = 7Hz) . 1. 44-1. 54 (2H, 
, 1 . 67- 1 . 76 ( 2H. m) . 3. 24(2 
t, J = 7Hz). 6. 72(1H. d, J = 9H 
6. 99-7. 05 ( 1 H, m) . 7. 50 ( 1 
dd. J = 9Hz, 2Hz) , 7. 58 (2H, 
J = 9Hz, 2Hz) , 7. 63 (1H. ddd. 



m; 

H, 

z) 
H, 
d, 



EtO z C H 

6" 



[03 1 13 »#W3 0T«*Lfc2- (2-7>;I/7 
5 y - 5 -xf- - yl/^yX'T 5 K ) Slfgxf/^ 3 0 
Omg (0.82 mm ol) ^yX^TS^ (10m 
1 ) Mc4-3-F<yV*xHJ/l'2 50mg ( 1 . 
09mmo 1 ) . y7nntXh'j7x-^7-l V 
A^y'WHmg (0. 0 lmmo 1 ) RtfBWm 
8mg (0. 02mmo 1 ) srini.. SiBT 2 l*H8Hf 

ft«B*Ti«»^c»L. h y 



N0 2 



J=8Hz, 7Hz, 1Hz) , 7. 92 ( 1H, d, 
J = 2Hz) , 8. 04(1H, dd, J = 8Hz, 1 
Hz), 8. 09(2H, d, J = 9Hz) , 8. 18 
-8. 30 (1H, in) , 8. 78 ( 1H. dd, J = 
8Hz, 1Hz), 11. 63(1 H, s) 
IR(i/, cm-i, KBr) : 34 5 2, 2964, 2 
1 96, 1 658, 1 588, 1 520, 1 340, 1 
258, 1 2 18, 856, 748 
E I -MS (m/z, %) : 4 5 7 (m-h, 14) , 4 
39(89), 410(25), 396(66), 36 
8(18), 350 (1 3) , 32 1 ( 1 00) 

1 7 9-1 80°C 
[0309] ##I?IJ3 2 : 2- [2-7^75 7-5 
- (4-yT77x-/W xfx;KyX7S H] 

fKXf/l' 

[03 10] 
[-ffc7 5] 



HN 

Et0 2 C H 



CN 



(CTSSb s bU HEfi:£ft2 1 Omg (JR^54. 7 

%) 

[03 12] NMR (CDC1 3 )S:0.97(3 
H, t, J = 7Hz) , 1. 40-1. 52 (5H, 
m) , 1. 64-1. 74 (2H, m) . 3. 22 (2 
H, dt, J = 7Hz, 5Hz) , 4. 43 (2H, 
q. J = 7Hz), 6. 70 (1H, d, J = 9H 
z) , 7. 1 1-7. 1 6 ( 1H, m) , 7. 45- 

7. 52 (1H, m) , 7. 55-7. 64 ( 5 H , 
m), 7. 9 3 ( 1 H, d, J = 2Hz), 8. 0 8- 

8. 16 (2H. m), 8. 68 (1H. dd, J -8 



(37) 



ftWPl 1-1 7 1S4 8 



Hz, 1Hz) , 1 1. 80 (1H, s) 

cos 1 3] mmm4 1.2 - [2-7>/i/7$/-5 

- (4-^T/7x-yW) lf-;K>X7i F] 



Et0 2 C H 

Or" 



CN 



[0315] #*W3 2Tmmitz 2 - 1 2 -7wr 

57-5- (4-y7>'7x-;l')lf-;KyX7S 
F ] S,f.#S!X^2 1 0 m g ( 0 . 4 5 mmo 1 ) <7) 

s***-* y ( 1 0 m 1 ) mmz 1 M-fcmti- f d <7a 

*8»5m 1 £JOi. £fflT2 4«HSHIffU;. SOT 

mmm^i-^-^^y izxnteM, 1 . mat^m 1 

2 0mg (JR$6 1 . 0%) fcUfc. 
[0316]NMR(CDC1 3 ) d : 0. 99(3H 
, t, J = 7H z) , 1. 4 1-1. 54 (2H , 
m) , 1. 67-1. 75 (2H , m) , 3. 23(2 
H , t , J = 7H z ) , 6. 7 1 ( 1H , d. J = 9H 
z) . 7. 03-7. 09 ( 1H , m) , 7. 4 9 ( 1 
H , dd, J = 9Hz, 2H z), 7. 52-7. 56 
(4H, m) , 7. 65 ( 1H , ddd, J=SHz, 



HN 

Et0 2 C H 

Or". 



[0 3 1 9] <0%m3O?m&ltz2- (2-y*)V7 
5 j - 5 -if-;KyX7 5 F ) SASRxf-^ 3 0 
Orag (0. 82mmol) CO^Xf-Zl'T 5 V (10m 

l ) >S?Sfc 4 - 1 - 7>;Pv ; ^ >J i/ 3 - f 

<V*£>A 10ml ( 1 . 2 3mmo 1 ) . y^oab" 
^ h 'J 7 i-;W^7 -< y'^A 1 4 m g (0. 0 
lmmo 1 ) JWH'WkfflSmg (0. 0 2mmol) 

rF^t F'D75y ( 1 0m 1 ) SrJni., lM-fl5 
7*f-;WTy ; £X'>A7;^'J F'rF5t Fo75>1M 
1. 3ml (1. 3mmo 1 ) SrJoi., *JfrCl«rlSBtt 

Sr*aVISiflrtE«*Til»Sfe» l , F 
ttM B B a U , SE-fb^ 1 8 4 m g 



[03 14] 
[•fL7 6] 



H0 2 C H 



CN 



7Hz, 1Hz), 7. 91 (1H, d, J = 2H 
z ) , 8 . 0 5 ( 1 H , d d , J = 8 H z , 1 H z ) . 
8. 78 ( 1H , dd. J = 8Hz, 1H z ) , 11. 
67 ( 1H , s ) 

IRU, cm" 1 , KBr) :2964. 2 248, 2 
204, 1 654, 1 598, 1 530, 1 298, 1 
2 18, 8 34, 7 5 6 

E I -MS (m/z, %) : 43 7 (m + . 1 ) , 4 1 
9(100), 390(24), 376(85), 34 
8(24) 

IL<£: 19 7-198^ 

[0 3 17]##ffl3 3 : 2- [ 2 -7*AT5y- 5 
- (4-h Hn^y7x-^) xf -;KyX7S K] 

[0318] 
C ft7 7 ] 

HN 



OH 



(JR*4 9. 0%) 

[0320] NMR (CDC1 3 )£:0. 9 7 ( 3H 
, t , J = 7H z ) , 1 . 4 3 ( 3H, t . J = 7H 
z) , 1. 44-1. 54 (2H , m) . 1. 62- 
1. 72 (2H , m) , 3. 1 7-3. 26 (2H , 
m) . 4. 43 (2H , q, J = 7Hz) , 4. 90 
( 1H , s ) , 6. 68 ( 1H , d, J = 9H z ) , 

6. 80(2H, d, J = 9Hz), 7. 09-7. 1 
4 (1H , m) , 7. 41 (2H . d. J = 9H z) . 

7. 47 ( 1H , dd, J = 9Hz. 2Hz), 7. 5 
5-7. 6 1 ( 1H , m) , 7. 88 ( 1H . d, J = 
2H z ) . 7. 9 4-8. 00 ( 1H , m) , 8. 09 
( 1H , dd, 8Hz, 1H z) . 8. 67 ( 1H , 
d, J = 8H z) , 11. 74 ( 1H . s) 

[032 1 ]H«42 : 2- 12-7*)VT * J ~5 
- (4-tFa^y7i-/H Xf-zK/'X?^ F] 

[0322] 



(38) 



#H1W1 1-1 7 184 8 



Et0 2 C H 



HN 




[0323] ##W3 2 - [ 2 -7* AT 

S.y-5- (4-tKnJfy7x-iH if^;KyX 
75H]SIfiXf;H8 0mg (0. 39mmo 
1 ) C7)^dftf y (20ml) 1 M-Tkmti- h 

'J^A*Jgffil 0 m l ^JDX. aSHT4«HBBBf Lfc. 
RJS»«C2M-as*Jni. KttCUfcSL BiSxu- 

fc. afm*Bi*x?*-^*1f>'fcTSiSaU WE 
•ft^tll 16mg (JRSP5 6. 7%) 
CO 3 24] NMR (DMSO-d 6 ) 8 : 0. 9 4 
(3H , t, J = 7H z) , 1. 36-1. 46 ( 2H 
, m) , 1. 56-1. 64 (2H , m) , 3. 18 
-3. 24 (2H , m) , 6. 76-6. 84 (3H , 
m) , 7. 18-7. 24 ( 1H , m) . 7. 32(2 
H. d, J = 9H z) . 7. 48 (1H . dd. J=9 

0 




[0327] 2- (2-*f-/UT5/-5-3-F7x 
-;l/) -4-**V-4H-3, i-<yy#^>5 
00mg(l. 32mmol) «h 'JX^-;ITS V ( 1 
Oml) &tfr F5t (15ml) Jg?|£fcx 

f--/l^y-tfyo . 2ml (1. 7 2mmol), y? 
DOh'Xh ij 7x— /l*7x7 y)^yi>^K 1 Omg 

(0. Olmmo 1 ) &y'3 T 7-f(:il«I6mg (0. 02m 

mo i ) zMt, mmmffl^Tm&X'mmmtfitz 
». h 'J xf-^r 5 y ^metss . summon 
sw*t h u TjAMmznaifzm. srx^-at- 

Gmz ; j**y-y (20mi) dzmmi. im-*ml 

i-b'J VJ>?mm. 1 0 m 1 £ JPX , S&T" 1 8KHB8H* 

*«£*ETS*Lfc. ^Stt^Plgxf-^-^tfy 
trCB&ftU #IE-ffc^3 4 0mg (1R$6 9. 7 
%) fcfcfc. 

[0328] NMR (DM SO- d 6 ) 8 : 2. 28 
(3H. d, J = 5Hz), 6. 79(1H. d. J = 
9Hz). 7. 18-7. 24 ( 1H. m). 7. 38 



XX 



OH 



Hz, 2H z) , 7. 61-7. 67 ( 1H , m) . 
7. 84(1H, d, J = 2Hz), 8. 00-8. 0 
7 (2H , m), 8. 5 3 (1H , dd. J=8Hz, 
1H z ) , 1 1 . 9 6 ( 1H , s ) 
IR («/, cm" 1 , KB r ) :3336. 2964, 16 
48, 1 606. 1 526, 1 256, 1 2 1 0, S3 
6, 762 

E I -MS (m/z, %) : 428 (m + , 4) , 41 
0 (1 00) , 381 (6) , 367 (17) , 32 1 
(20) 

H6: 1 9 7-1 98°C 

[0325] HM"j43 : 2- (2-^^757-5 

[0326] 
Ut7 9] 



H0 2 C 



Me 

I 

HN 




-7. 46 (3H, m) , 7. 48-7. 5 3 (2H, 
m) , 7. 56 (1H, dd, J = 9Hz, 2Hz), 
7. 65(1H, ddd, J = SHz, 7Hz, 1H 
z), 7. 88 ( 1H, d, J = 2Hz). 7. 9 0- 
7. 96 ( 1H, m) , 8. 03 (1H, dd, J=8 
Hz, 1Hz) , 8. 5 4 ( 1H, dd, J=8Hz, 
1Hz) , 1 1 . 93 ( 1H, s ) 
IR (i/, cm" 1 , KBr) :3404. 220S, 1 
664, 1 528, 1 2 14, 7 56 
E I -MS (m/z, %) :370(m+, 100). 
352(48), 323(7), 233(62) 
I!£2 0 5-2 0 6*C 

[03 29] ##$J3 4 : 2-XW^-5-7x 

[0 3 3 0 3 
Hfc8 0] 

H HeQ 2 C H Me0 2 C 



[03 3 1 ] 2-x^/l/7$y-5-3-K3oS- 

24 g (7. 86mmol)^yXf^7Sy 
(25ml) mmzx* - /Ky^fy 1 . Oml ( 9 . 



(39) 



1-1 7 1S4 8 



4 3mmo 1 ) . y7nnh'XPj7i-^7-(y 
A^^ASSmg (0. 0 Smmo 1 ) Rlf3^i\M 
3 0mg (0. 16mmo 1 ) SrflDX.. SST"24B#r B 1 

7 ^ -T'ffiHU mmk&W 1 . 2 6 g (1R*5 
7.4%) 

[0332]NMR(CDC1 3 ) d : 1. 33(3 
H, t, J = 7Hz), 3. 26 (2H, ddd, J = 
14Hz, 7Hz, 5Hz) 
= 9Hz ) , 7. 28-7. 
6-7. 52 (3H, m) , 
H, m) , 8. 11 ( 1 H, 

[0 3 3 3]##CT3 5 : 2 

[03 34] 
Ut8 1 ] 

Me0 2 C H0 2 C 



. 6. 6 5 ( 1H, d, J 
35 (3H. m) , 7. 4 
7. 80-7. 86 (1 
d, J = 2Hz) 
-xf-/l/TS/-5-7x 





C0 2 H 




[0 3 39] ##ffl3 5T«iiL>t2-x^/l/7S7- 
5 - 7 x ~;PX^- ~ /W£,f,#i£4 OOrag (1. 51m 
mo 1 ) ^iE^y-^V^ (15ml) USSISfflm 
T&fL^x/UO . 13ml ( 1 . 8 1 mmo 1 ) arjD 

a. lMoiisLtfi sii^«JETS*t^o m 
§»i*i/ny (20m i ) mmz. 2-7$.;% 

,t.#ISO. 25g(l. 5 1mmol)St/» l J') 
AO. 2 1 g ( 1 . Slmmo 1 ) £flD;t, S3?#ffi^ 
T7B»]»jIML*:flL mStT'^aiUCo 
fc*^jD^^. *8gJI£#jiU **£iffigx^/Hc 

mo. 2 5g (1(2*60. 4%) ^Itf;. 
[0 3 4 03 NMR (DM SO-d 6 ) 8 : 1. 2 3 
(3H, t. J = 7Hz), 3. 20-3. 26(2 

H, m) , 6. 83 (1H, d, J = 9Hz) , 7. 1 



COs;H 




[033 5] ##H3 4-C«i6W:2-xf-A'75y'- 
5 - 7 x -^x-T-^l^ftSK^ f-^ 1 • 2 6 g ( 4 . 
5 1mmo 1 ) cr>x.?J-)l (20ml ) jfigtlM- 
Xmct V 'J v l 0 m l SrJn*. , 3 uf^SaSft^ 
SLWI. x?7-/V£«JETg£U:. S@«c2M 

s«£«jETS*Lfc. «b»£b»x* 

/p-^-fl-ytTIMttlU Sie-fL-^-ftO . 96 g (IR 
$80. 2%) 

[0336] NMR (DMSO 

( 3H . t , J = 7H z ) , 3 
7H z ) , 6. 77 ( 1H . d 
6-7. 4 3 (3H , m) , 7 

, m) . 7. 94 ( 1H . d, 

[0337] mm\44 : 2- ( 2 -Xf-/l-7 $ 7 - 5 
- 7i-;Hf-/K>'X7 5 F ) 

[0338] 

[•ft8 2 ] 



-d 6 ) 9:1. 22 
25 (2H . q, J = 
J = 9H z ) , 7. 3 
4S-7. 55 (3H 

J = 2H z) 



HOj>C 



8-7. 24 ( 1H, m) , 7 
H, m) , 7. 48-7. 56 
-7. 68 ( 1H, m) , 7. 
Hz) , 7. 93-8. 00 ( 
( 1H, dd, J = 8Hz, 1 
H, dd, J = 8Hz, 1Hz 
s) IR (*/, cm-i, KBr ) 
22 1 2, 1 654, 1 534 
756 

E I -MS (m/z, %) : 3 
366(92), 337(22 
47 (44) , 232 (25) 
H£: 2 0 2-2 04°C 
[0 34 1 ]##^J3 6 : 2- 

[0342] 
UtS3] 

m 

Et0 2 C 

Or"!- 



..37-7. 46(3 
( 3 H , m ) . 7 . 6 2 
89 ( 1H, d, J = 2 
lH.m), 8. 0 3 
Hz) , 8. 52 ( 1 
) . 1 1. 95 (1H, 
: 3328, 2972, 
, 1 2 52, 1 222, 

8 4 (m+. 100), 
) , 323(27). 2 



( 2-rntvi/T^y- 



(40) 



«fH¥l 1-1 7 1848 



[03433 2-7 , otVUT5y-5-3-h'S,|.#R 
1. 2g(3. 9 3 mm o 1 ) W^lc^y^'y^ ( 2 
0ml) (Cg*#H^,T&fLf-5r-^0 .34ml 
(4. 7 2mmo 1 ) ZDnl. mmu$>o£&lK&. 

&mm£.T%£Uz. m%m<7)m*h>\sx.> < 3 om 
i ) 2-7^ymmm^)vo. 7m 1 

(4. 72mmo 1 ) &t«!tf? 'J *7 A 0 . 65g 
(4. 7 2mmo 1 ) ZMl. g«#BirF 7 B^P??* 

<|R2*5 6. 3%) 

[0344]NMR(CDC1 3 ) 8 : 1. 02(3 



Et0 2 C 

<7 



HN 




D 



[0 34 7] ##^ij36t«jiL/c2- <2-7ntVP 
7S/-5-3- F^yXT 5 K ) £<S*#x^/l/ 5 0 
Omg (1. lOmmoD^ylWS^dOm 

1 ) ffimzx1-->K>'-t*yO. 16ml ( 1 . 7 8m 
mo 1 ) . y^OOh'XhiJ 7i-WX7'l y^'7y 
WlOmg (0. 0 lmmo 1 ) RlfB >>ffclfl6 m g 

( 0 . 0 2 mm o 1 ) iMl , Siftf2 0 RfflSHSff L£ 
ft, s/*x^T$y£»ETS*U:. Jo 

£«ETf?*W:. «B1**BH»xf-^-^-9-yct 

w&&u WMUtsmo. ss s iwsi. s%) £ 

[0348] NMR(CDC1 3 ) 5: 1. 04 (3 
H, t, J = 7Hz), 1. 43(3H. t, J = 7H 



BtO z C H 



CO, 



[03 5 1] 3 7 THii L/C 2 - ( 2 - 7 o tVL- 

757-5-7x x/PXf-x/^yx'T 5 F ) £t*K 
Xf-/U3 8 0mg (0. 8 9mmo 1 ) ^v^-^ftfy 

(20ml) IIC 1 M-*iJMl:7 h 'J 1 0 

m i turn. mmm&Mffii-tz, %.mmmiz2M-t& 

ilr-^V-ylZXW&BiL. ftt£*t>l2 5 0mg (JR 
^7 0. 5%) Sr^/c. 

[0 3 52] NMR (DMSO-d 6 ) S : 0 . 98 
(3H , t, J = 7H z) , 1. 63 (2H . hex. 



H, t, J = 7Hz), 1. 4 5 (3 H. t, J = 7H 
z ) , 1. 70(2H, hex, J = 7Hz), 3. 1 
2 (2H. dt, J = 7, 5Hz) , 4. 44 (2H, 
q, J = 7Hz) , 6. 50 (1H. d, J = 9H 
z), 7. 11 (1H, ddd, J = SHz, 7Hz, 
1Hz) , 7. 52-7. 60 (2H, m) , 7. 75 
-7. 84 (1H. m) , 7. 96 (1H. d, J = 2 
Hz), 8. 0 9 ( 1 H, dd, J = SHz, 1H 
z), 8. 6 7 ( 1 H, dd, J = SHz. 1Hz), 
1 1. 74 ( 1H, s ) 

[0 34 5] ##«3 7 : 2- (2-7nt^75/- 
5 - 7 x -yHf^KyXT 5 H ) S,S#ISxf-;U 
[0346] 
[fc84] 



HN 

Et0 2 C H ^ 



z) , 1. 72 (2H, Hex, J = 7Hz), 3. 18 
(2H, dt, J = 7, 5Hz) , 4. 43 (2H. 
q, J=7Hz) , 6. 69 (1H, d, J = 9H 
z), 7. 12 (1H, dddJ=8Hz, 7Hz, 1 
Hz), 7. 28-7. 36 (3H, m) . 7. 4 7- 

7. 53 (3H, m), 7. 58 (1H. ddd, J = 
8Hz, 7Hz, 1Hz), 7. 92 (1H, d. J = 
2Hz) , 8. 0 0-8. 06 (1H, m), 8. 10 
( 1H, dd, J = 8Hz, 1Hz) . 8. 68(1 

H, dd, J = 8Hz, 1Hz), 11. 7 7 ( 1 H. 
s) 

[0349] mmm4 5 : 2- (2-rot 0 ;0/r$y- 

[03 50] 
UtS 5 ] 

HN 

H0 2 C H 

J=7Hz ) , 3. 14-3. 24 (2H. m) , 6. 
83 (1H, d. J-9Hz) , 7. 18-7. 25 
(1H, m), 7. 38-7. 4 5 (3H, m) . 7. 
48-7. 56 (3H, m) , 7. 60-7. 68(1 
H, m) , 7. 90 ( 1H, d, J = 2Hz) , 8. 0 
3 (1H, dd, J = 8Hz, 1Hz), 8. 07- 

8. 12 (1H, m) , 8. 52 (1H. d. J=SH 
z), 11. 95(1 H, s) 

IR {», cm-i, KBr) :3324, 22 1 2, 1 
6 58, 1 532, 1 254, 1 220. 7 56 
EI -MS (m/z, %) : 398 (mr, 100), 
3 8 0(35). 351(27). 323(7). 23 



(4 1 ) 



HffllPP 11-17 18 4 8 



2(58) 

H£: 19 3-1 94'C 

[0 3 5 3] ##ffl3 8 : 2- ( 2 -7"f-^T5 7 - 5 

f~ 

HN ^s. 

Et0 2 C H "T || 

[0 3 5 5] ##W3 0T»ftU:xf-^2- (2-7 
f-^T 5 y - 5 - 3 - 5 K ) £,f.#ffi?x?-;l/ 

500mg (1. 0 7mmo 1 ) V ( 1 

0ml) ^{CXf-XA^y-fc'yO. 16ml ( 1 . 7 
8mm ol ) . ^nnt^h^i-WX?^^ 
5yW10mg (0. 0 1 mm o 1 ) m/3^\YM6 
rag (0. 0 2mmo 1 ) SfflT'l 9B$iajJHf 

SJnifcft. Mlxf-A'-CttiBU;. *«Mi**aV«l 

fCWSAL, ME-ffftttO. 3 8g (HX$8 0. 6 
%) 

[0356] NMR (CDC 1 3 ) & : 0. 97(3 
H, t, J = 7Hz), 1. 43 (3H, t. J = 7H 



Bt0 2 C 



0 



[0 3 59] ##«38-CKJfiLfc2- (2-7-f^T 
s / - 5 - 7 x ;/Hf-;KyX7 5 K ) £&#Sx 
f/l/380mg (0. 8 6mmo 1 ) OioH^y (2 

omi) mmiz i M-*BHtt h y *?j**m m iomi 
t an* . 6 iftgiM&sss l/c . Rmmmiz 2 m - as t 

*&U^i^T'|iI#ft# U m&Wtiti- b 'J "7 AT' 
?¥«£METS£L£, HSftfcftKx?-^- 
yfcTHtSfl L . IISM 2 9 4 m g ( ims 
2.7%) 

[0360] NMR (CDCI3 ) S : 0. 98(3 
H, t, J = 7Hz), 1. 48 (2H. hex, J = 
7Hz ) , 1 . 6-1 . 74 ( 2H, m) . 3. 22 

(2H. t, J = 7Hz). 6. 71 (1H. d, J = 
9Hz), 6. 93-6. 98 ( 1H, m), 7. 23 
-7. 3 0 ( 2H, m), 7. 4 8-7. 54 (3H, 
m), 7. 60 (1H, ddd, J = 8 Hz. 7Hz, 



H0 2 C 



»v0 



[0354] 
[-(L8 6 3 



Bt0 2 C H 

z) , 1. 43-1. 52 (2H. m) . 1. 64- 
1. 74 (2H, m) , 3. 18-3. 26 (2H, 
m) , 4. 42 (2H, q, J = 7Hz), 6. 69 

( 1H, d, J-9Hz) , 7. 09-7. 14(1 
H, m), 7. 26-7. 36(3H. m) , 7. 47 
-7. 54 (3H, m) , 7. 54-7. 6 2 (1H, 
m) , 7. 91 (1H, d, J=2Hz) , 7. 97- 
8. 04 (1H, m) , 8. 10 (1H. dd, J=8 
Hz, 1Hz), 8. 6S(1H, dd, J=8Hz, 
1Hz) , 11. 76 (1H, s) 

[0 3 571 HMM4 6 : 2- (2-7>^7$/-5 
- 7 x -;Ux^-;K >XT $ H ) 

[0358] 

UtS7] 



H0 2 C 



H ^ 
N 

0 

1Hz ) , 7. 91 ( 1H, d, J=2Hz ) , 8. 0 
0 ( 1H, dd, J = SHz, 1Hz), 8. 78(1 
H, dd, J = 8Hz, 1Hz), 11. 68 ( 1H, 
s) 

IR(i/, cnr 1 , KBr) :3368. 3320, 2 
964, 2 21 6, 1 652, 1 528. 1 252, 1 
2 18, 7 56 

E I -MS (m/z, %) : 4 1 2 (m+. 100) , 
394 (26), 351 (22). 323 (7) , 23 
2(71) 

ML* : 1 8 8-1 8 9'C 

[036 1 ] mmm4 1 : 5-^00-2- u-o- 

K 

[0362] 
[<ffc8 8] 



H0 2 C H 




■X) 



0 N 



"O 



(42) 



[0 3 6 3] 4—^V i J)VJt*i/-2-7x=-iV7$.y 
£E#K0 . 5 0 g ( 1 . 5 6 mm o 1 ) (Dt&it^f-U 

>■ ( i om i ) mmz, mmm^rmt^-m 

0. 2Sg(2. 35mmo 1 ) Ml. 2 B$|S]jf 

y(10ml) ®Mi2-7i;-5-7va£MM® 
0. 4 0g (2. 3 5mmo 1 ) RX/h OX^-iUT i> 
0. 6 5ml (2. 3 5mmol)i0fifl:>fUy (1 
5ml) SftKSSTU StfflTl 7B#B«U:, Rffi 

Vi)*f}V9u~? Y 7y~7 <i —RX/7-t b-bU )V1rh<F> 
Wfct&TH * L , f»&ffc6ft 390mg(lR^53.0 
%) 

[0364] NMR (DMSO— d 6 ) 8 : 5. 14 
(2H, s), 6. 62(1H, dd. J = 9Hz, 2 
Hz), 6. 80 (1H, d, J = 2Hz), 7. 02 




[0367] 4-<yy;W^y-2-7x-/l/Ti/ 
5 0 0 m g ( 1 . 56mmol) <r>WL*^V 
y ( 1 5m 1 ) ®mz. mili-^-'H 1 8 6mg 

( 1 . 5 6mmo 1 ) Ml. */TF2l$ISIfiB¥U:f£, 
?§«£M£TS*Uc. m%®W&k*l-\s> ( 1 Om 

1 ) ®-m 2-T5y-4-h'J 7)V*u* 
i480mg (2. 35mmol) RUSmfi 'J "7 A 5 
39mg(3. 9mmo 1 ) ^ifrftX ^- 1- >- ( 1 5m 

i ) sssmtfu mmmmk. mjx^a-ts 

yiml (2. 3 5mmo 1 ) 2rjDi., Zhlzm&X'l 

5mmtmuz. KmmmziM-mmzmi. nmm 

n v b 7? 7 < -m?7t b-b'J )Vt>> bnmMikX'ffi 
Ml. Sie-f^!|*)3 7 0mg (1R$4 6. 5%) 

ft. 

[0368] NMR (DM SO- d 6 ) S : 5. 13 
(2H, s), 6. 6 4 ( 1 H, dd, J = 9Hz, 2 



H0 2 c H 




Wl 1-1 7 184 8 

(1H, t, J = 7Hz), 7. 12 (2H, d, J = 
7Hz), 7. 25-7. 41 (7H. m) , 7. 69 

( 1H, dd, J = 9Hz, 2Hz) , 7. 74(1 
H, d, J = 9Hz) , 7. 96 (1H. d, J = 2H 
z ) , 8. 59 ( 1 H, d, J=9Hz) ,9.70 

( 1H, s ) , 11. 87 ( 1H, s) 

IR(y, cm' 1 . K B r ) :1652. 1582, 1 
434, 1 256, 752 

E I -MS (m/z, %) : 47 2 (m+, 6), 38 
6 (1 5), 329 (1 3) , 30 1 (7) , 25 1 
(10), 119(10), 91 (100) 
M& : 2 2 9-230°C 

[0365] HSIPJ4 S : 2- (4-'Oy;Wy- 
2-7i-;P7;y^X7in -4-MI7/M-Q 

[0366] 
[^8 9] 




Hz), 6. 7 9 ( 1 H, d, J = 2Hz). 7. 03 
(1H, t, J = 7Hz), 7. 14 (2H, dd, J 
= 8Hz, 1Hz), 7. 27-7. 44 (7H, 
m). 7. 53(1H. dd, J = 8Hz, 1Hz), 
7. 7 6 ( 1 H , d, J = 9Hz). 8. 2 1 ( 1 H . 
d, J = S H z ) , 8. 95(1H, d, J = 1H 
z) , 9. 60 ( 1H, s) , 12. 00 ( 1H, s) 
IR(y, cm-i, KBr) :1645. 1597, 1 
573, 1 52 1, 1 233, 749 
EI-MS (m/z, %) : 506 (m + , 53) , 4 
88(9), 446 (4) , 329(5). 302 ( 1 
7) , 30 1 (39) , 300 ( 1 6) , 272 
(9), 211(7), 91(100) 
St* : 2 0 7-208'C 

[0369] HS&#J4 9 : 3 - ( 4 -Kv'JiV***/- 



[0370] 
[ft9 0] 




(43) 



mffil 1-1 7 184 8 



[03 7 13 4 -<y : J)\s**>— 2-7 X.-1V7 5 J 
^MS5 0 0mg ( 1 . 5 6mmo 1 ) <r>Wo^^rV 
>'(10ml) WBU *^TSft^-'H 8 6mg 

(1. 5 6mmo 1 ) SrflP*.. 2B$M#U:. Z<^m 
3 - 7 5 J - 2 i-y 9 V V JDVif-VWA 3 8 m g 

(2. 3 4mmo 1 ) RXf, Mlx^TS y 1 . 0 9 
ml (7. 8 3mmo 1 ) CDi&ll* > (15ml) 

U Iie^4 3 8mg (IR$57. 0%) Z'i%tz> 
[0372] NMR (DMSO— d 6 ) d : 5. 15 
<2H, s ) . 6. 64 ( 1 H, dd, J = 9Hz, 2 

Hz), 6. 83(1H, d, J = 2Hz), 7. 03 
(1H, t, J = 7Hz), 7. 15(2H, d. J = 

8Hz), 7. 29-7. 42(7H, m), 7. 50 
(1H, t, J = 7.Hz), 7. 63(1H, t, J = 




[0 3 7 5] 4-Oi/)VX*i/-2-7 i.->V7^y 
£,t.#l$5S0mg ( 1 . 8 2mmo 1 )Wii^fL' 
y(10ml) ®mz^ fci$Tt&-ik1-*~>l-£ 3 2 4 m 
g ( 2 . 7 2mm o l ) Ml , *i$T'2l«lf#Uc 

a. ?i3S£«ET©*u^ m^co&t^i-^y ( 1 

Om 1 ) }M$T2-T$/-5--}>n£&#i23 6 5 
mg(2. OOmmol) &t/, b DX^/l/TS >-0 . 
76ml (5. 46mmol) CDta-ft^ f- V ( 1 Om 
1 ) jfMSTU £ffl"C2 OiSfSJSffUI:. RJCigiS 

U SIEft^4 4 0mg (IR*5 0. 0%) 
[0 3 7 6] NMR (DMSO- d 6 ) d : 5 . 04 
(2H, s), 6. 51 (1H. dd, J = 9Hz, 2 
Hz), 6. 82(1H, d, J = 2Hz), 7. 10 




[0379] 2-7i-^7Sy-4-7x^xfz 



8Hz), 7. 81 (1H, d, J = 9Hz), 7. 9 
4 (1H, d, J = 8Hz) , S. 05 (1H, d. J 
= 8Hz) , 8. 74 (1H, s), 9. 04 ( 1 H, 
s ) , 9. 87 ( 1H, s) , 12. 06 ( 1H, s) 
IR(v, cm-i, KBr) :3352, 1694. 1 
642, 1 546, 1 254, 740 
EI -MS (m/z, %) :488 (m + , 5), 44 
6 (9) , 3S6 (6) , 330(5), 329(1 
0) , 328 (5) , 25 1(1 1 ), 1 29(9), 
121 (9) . 1 19 (10) . 97 (8) , 91 (7 
2) 

ffl& : 2 6 S'C 

[037 3] 5 0 : 2- (4-Ky^>P^>- 

2 - 7i-;b7 5 JK>X7 5 K ) - 5 h a£,ft# 

[0374] 
HC9 1 ] 




(1H. dd, J = 7Hz, 7Hz), 7. 17(2 

H, dd, J = 8Hz, 1Hz). 7. 30-7. 41 
(7H, m), 8. 4 5 (1H, dd, J=9Hz, 2 
Hz), 7. 72 (1H, d, J = 9Hz), 9. 00 
-9. 10 (2H, s ) , 9. 9 1 ( 1H, s) , 1 

I. 99 ( 1H. s) 

I R (v, cm" 1 , KBr) :1694, 1658. 1 

550, 1 228, 756, 744 

FAB-MS (m/z. %) :484(M-H, 3). 

302 (1 00) 

SL*: 2 0 2-203'C 

[0 37 7] HMJ5 1 : 5--YV-2 - (2-7i 
-;l/T 5 J 4 - 7 x -)Vx.i--)V^vX7 S K ) 3o§.# 
I£ 

[037S] 
[^9 2] 




^£,&#K2 00 mg (0. 64mmol) cOisfb* ?- 



(44) 



#HJ¥1 1-1 7 184 8 



VV ( 1 Om 1 ) ISC, *$TSft:'f tf-^fc 1 1 4 
m g ( 0 . 9 6 m m o 1 ) Ml. 2 ffiSfttft Uc 

«. jg«&«Ere*Lfc. m^m&t^^-uy < 1 

Om 1 ) i§ffi£2-7i/-5--Fu£s.#igl 74 
mg(0. 9 6mmol)at;, M)X^-;UTS>"0. 
2 6ml (1. 9 lmmo 1 ) OiWC^VV ( 1 Om 
1 ) IltffiTL Sjat"2 0B#r a TOf Lfc. KBffif 

ft. JWt*JSETflf*Lfc. SSfti^^y^ov 
hfyyi -Xtf 7-fe h-hU )^hcr>W^ B Tmm 
U S»£»£9 2mg (JR*3 0. 0%) Srfcfc. 
[0380] NMR(DMSO-d 6 ) 8: . 07 (1 
H, t, J = 7Hz) ,7 . 1 3 ( 1 H. dd, J = 
SHz, 1Hz) , 7. 23 (2H, d. J = 7H 



H0 2 cO' 
N, 

" [I 



.05 



[0 3 833 4 -Oi^M"*^- 2 - 7x-^7 S 7 
^lfK500mg (1. 5 6mmo 1 ) OttftXf-W 
y(10ml) Ht, mitt-)V0 .15ml 

(2. OOmmoDte, SitCl«*ISfflH*L;fc«. 

sasE£«Ere£U:. aeinwh^xy ( 2 om 1 ) 

2-75y-5-t Kn*HcA«S2 4 0m 
g(l. 56mmo 1 ) St^iS^'J^S 3 Omg 
(2. 39mmo 1 ) $-Jnx, 2 OB^MfBISELfc. 

1 M-«fflrr»ttC Lfctt, tfflWfcaKL 

-bv JwhcomsikTmm i . wM&ft&fo 2 4 3 m g 

(JR*34. 0%) fcttfc. 
[0384] NMR (DMSO-d 6 ) £ : 5. 13 
(2H, s ) , 6. 5 9 ( 1 H , dd, J = 9 H z , 2 
Hz). 6. 8 0 ( 1H, d. J=2Hz) . 6. 98 



HO2C 



H 



[0387] 2-7x^7?y-4-7i-;Uf- 
J^I.fS2 5 0mg (0. SOmmo 1 XQ&t*? 
Uy(15ml) ®mz, taittt-fr* 0 . 0 7ml 

(0. 9 6mmol)Jni. 1. 5 WiaSfiT'fflff 



z) , 7. 34-7. 59 (8H. m) . 7. 83 ( 1 
H, d, J=8Hz) . 8. 49 ( 1H, dd, J = 9 
Hz, 3Hz), 8. 7 6 (1H, d, J = 3Hz), 
8. 84 (1H, d, J = 9Hz) . 9. 27 (1H, 
s), 12. 48(1 H, s) 
I Ft (1/, cm" 1 , K B r ) : 22 12, 1704. 1 
636, 1 596. 1 5 14. 1 220, 762 
FAB-MS (m/z , %) :476(M-H, 10" 
0) 

11^: 24 8-2 5 Or 

[0381 ] mmS2 : 2 - (A-^Vitllttis- 
2-7x-)lTi/^yX7i F) -5-t Kodfv-S 
Jt*tt 
[0382] 
Hfc9 3] 



HO 



H0 2 C H 



JO 



3 364, 
1 546, 
1 252, 



1 668. 1 
1 524. 1 
1 226. 1 



-7. 04 (2H, m), 7. 11 (2H. d, J = 8 
Hz), 7. 25-7. 43(8H. m). 7. 72 
(1H, d. J = 9Hz), 8. 31 (1H, d. J = 
9Hz) , 9. 6 1 ( 1 H, s ) . 9. S3 ( 1 H. 
s) , 11. 62 (1H, m) 
IR (*/, cm" 1 , KBr ) 
644, 1 6 14, 1 588, 
498, 1472, 1 288, 
1 92, 762, 740 
FAB-MS (m/z , %) 
0) 

MA2 1 2-2 1 4*C 

[0385] mm53 : 5 2- (2-7x 
-;PT 574-71 _/Wf_;KyX7 5. K ) ZMM 

m. 

[0386] 
[fc9 4] 



4 53 (M-H, 1 0 



CI 



HO2C H iT^V" 



0 N 



ft. 8HS£*ETe*Lfc. »h^xy (2 0m 
DflNKC. 2-T5>'-5-^oo$JB.#Sl 7 lm 
g ( 1 . 0 mm o 1 ) ZHflKIW 'J 2 7 6 m g 
(2. Ommo 1 ) fcflp*, 2 0 I^M!ia8S Lfc. R 



(45) 



HfHPPl 1-17 184 8 



mmmz 1 M-ttircKtttcuta. l 

3 0 0mg (JR¥8 0. 0%) ftfc. 
[0388] NMR (DMS0-d 6 ) 5 : 7. 06 
( 1H, t, J = 7Hz) , 7. 1 1 ( 1H. dd, J 
= 8Hz, 1Hz), 7. 22 (2H, d, J = 7H 
z), 7. 33-7. 39 (3H, m) , 7. 4 1- 
7. 4 6 ( 3H, m), 7. 54-7. 5 9 ( 2H, 
m) , 7. 71 (1H, dd, J = 9Hz. 2Hz) , 
7. 80 ( 1H, d, J = SHz), 7. 97 ( 1H, 
d, J = 2Hz) , 8. 57 ( 1H, d, J = 9H 

B0 2 cO' ^ ' 

"D 

[0391] 2-7x-yP75y-4-7x-/Hf- 
/HcJMHIS 0 0 mg ( 1 . 60mmol) (r>MilXj- 
Uy(20ml) J&igfcl. S-ffrfjfr-^SrO. 15ml 

(2. OOmmo 1 ) Jox.. SSkTl KHWWUfctt, 
ifflt*JSET«*Lfc. M^b^xy (50ml) 
8ft(C. 2-T57-5-h Fn*>-$,ft#K2 9 4m 
g ( 1 . 9 2mmo 1 ) 'J7A266mg 

(1. 9 2mmo 1 ) ^Jnx. 2 OOMgiSK Ufc. 
RJE&&£ 1 M-EIirCiftttfcLfcSL Gffl§ZMRl 

fc. tfHHSriM-agL *atxttfn*«*'Ci«a:*» 

U 11*101* MJ »£«ETS£L 
fc . SSft * 7-fc h - h V Mp hM^u I . flBEft£fli 
500mg (JR*70. 0%) £f$£. 
[03923 NMR (DMSO-d 6 ) 5:7. 03- 
7. 13 (3H, m), 7. 23(2H. dd. J=8 
Hz, 1Hz), 7. 34-7. 4 5 ( 7H, m) , 

H0 2 C / O' 1 

[0395] 2-7i^l/7S;-4-7i-^xf- 
/l^,l#85 0 0mg ( 1 . 6 0mmo 1 ) COt&ikX^ 
( 2 5m 1 ) ®miZ. mfort-lUtO . 4m 1 

( 1 . 9 2mmo 1 ) Dal. ^STl . 5B$f§M#l.£: 
ft, 8«Sr*ffr«*l.fc. HSlWh^iy (5 0m 

i ) arkc. 3-r5y-2-^7^^y*/i/#y^4 

5 0mg (1. 9 2mmo 1 ) RVSmA V *7 J* 2 6 5 



z), 9. 30(1 H. s), 12. 00 ( 1H, s) 
IRU, cm" 1 , KBr) :3384. 3 208, 1 
704, 1 636, 1 608, 1 580, 1 550, 1 
5 18, 1496, 1 286, 1 222. 1 222, 1 
188, 750, 692 

EI -MS (m/z, %):466(m+, 4). 29 
6(6), 295(10), 91 (1 00) 
W&: 2 5 6-257'C 

[0389] &JtH54 : 5-t 1*0*^-2- (2- 
7 x -;UT S y - 4 - 7 x -;l-xf-;KyX7 5 h* ) 



[0390] 
[ft9 5] 




7. 54-7. 59 (2H, m) , 7. 79 (1H. 
d, J = 8Hz) , 8. 29 (1H, d. J=9H 
z), 9. 41 (1H, s), 9. 68(1 H, s ) , 
1 1 . 58 ( 1 H, s ) , 1 3. 58 ( 1 H, m) 
IR (u, cm-i. KBr) :3344. 3048, 1 
680, 1 648. 1 588, 1 534. 1498, 1 
416, 1290, 1254, 1220. 754 
FAB-MS (m/z, %) :447 (M-H, 10 
0) 

US : 2 3 3-2 3 4'C 

[03933 mim5 5 : 3- (2-7x^1757- 
4-7x-;Hfx;KyX7U*) -2~-f 7?l^>" 

[03943 
Hfc9 6] 




mg ( 1. 9 2mmo 1 ) *Jnx.. 2 0 L 

fc. RJE»a*lM-(I»-C«ttCUfc1*. 

KLfc. »*»£im-«IL *&tftSfafc«*TJ1l& 

*Ufc. mfy'J*Wo7h/7 7 4 

(JR*3 7. 0%) £f»fc. 
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[0396] NMR (DMSO — d 6 ) d : 7. 0 7 
( 1H, t, J = 7Hz) . 7. 14 ( 1H, dd. J 

= 8Hz, 1Hz) , 7. 2 5-7. 29 (2H, 

m) , 7. 35-7. 46 (6H, m) , 7. 50- 

7.60 (4H, m) , 7. 62-7. 68 ( 1H, 

in) , 7. 87 ( 1 H, d, 
( 1 H. d, J = 8Hz) , 

8Hz ) , S. 7 5 ( 1H, 

s ) . 9. 47 ( 1H, s ) 

s) , 13. 6-14. 4 ( 1H, m) 

IRtv, cm-i, KBr) :3360, 3 1 32, 3 



J=8Hz) .7.94 
8. 07 ( 1H, d, J = 
s ) , 9. 04 ( 1 H, 
, 1 2. 1 1 ( 1H, 



j0 



H0 2 C 



[0399] 2-7i-^TS/-4-7i-^xfz 
;^-&#K5 0 0 mg ( 1 . 6 0mm o 1 ) fftigfiLX* 
VV ( 2 5 m 1 ) lit. ta€^-7l^5r 0 . 14ml 

( 1 . 9 2mmo 1 ) Ml. ■ 5l$fiffiaf Lfc 

ft, **£«EETe*U:. 5I»DWUX>- (5 0m 

1 ) mmiZ, 2-TSy-5-^h^f^f.SSt3 7 9 
m g ( 2 . 27mmol) Rtf 'J 2 6 5 m g 

(1. 9 2mmo 1 ) SrSDX, 2 OBSHilfiRSffiLfc. 
R^iSSr 1 M-«TC»ttfcUfc«. #fl«£#JKL 
fc. «81&lM-igig, *&Vttft*«*T)il»:iJK> 

436mg (JR*59. 0%) fcf»fc. 
[0400] NMR (DMSO-d s ) 5:7. 06 
(1H, t, J = 7Hz), 7. 10 (1H, dd, J 
= 8Hz. 1Hz), 7. 21-7. 28(3H, 
m) . 7. 33-7. 39 ( 3H, m) , 7. 4 1 - 



0" 



E0 2 C 



[04 03] 2-7i-;l/7S>'-4-7i-^Xf- 
;l^Sc<f.#K3 00mg(0. 96mmol) CDtsAt*^ 
Uy (20ml ) Jg^^-^SrO. 08ml 

(1. lmmo 1 ) tat. Mi&Tl . 5B$IBI«#t,*: 
ft, JS«*«ETe*Lfc. mgmnhil-xy (50m 

1 ) 2-7S7-5-^f;«I.fil74m 
g ( 1 . 1 5 mm o 1 ) RVS&kti V VM. 1 5 9 m g 

( 1 . 1 5mmo 1 ) SrflP*., 2 OtttttoflaGELfc. 



056. 1 698, 1 638, 1 548, 1 276, 1 
262. 1 1 94, 754, 692 
EI-MS (m/z, %) :4S2(m + . 17), 4 
64 (6) , 446 ( 1 5) , 295 (32) , 27S 
(13) , 91 (100) 
It*: 2 6 4"C (dec. ) 

[039 7] HSfel?lJ5 6 : 5-* 1**^-2- (2-7 
x ~)VT 5 7 - 4 - 7 x x/UXf-x;K>-X7 S K ) £ 

Mmm 

[0398] 
[ffc9 7 ] 



H0 2 C H 



MeO 




0 N 



H II 



7. 46 ( 
z) . 7. 
H, d. J 
z ) , 9. 
I R ( v, 
684, 1 
496, 1 
176, 1 
E I —MS 
44(26 
(100) 
H* : 2 3 
[040 1 

[0402 
Hfc9 8] 



3H, m) , 7. 50 ( 1 H. d 
54-7. 59 (2H. m) . 7 
= 8Hz) . 8. 40 ( 1H. d 
39 ( 1H, s) , 11. 66 ( 
cm" 1 , KBr) : 3 34 8, 1 
636, 161 0, 1598. 1 
4 1 6, 1 324, 1 286. 1 
042, S30, 750 
(m/z, %) : 
) , 426 (7) 
, 267(14) 
4-2 3 5'C 

] mmmsi ■. 5-^^-2- 

- 4 - 7 x -;Hfr.;KyX7 



46 2 (m-r, 
, 296(90 
. 167(34 



, J = 3H 
.80(1 
, J = 9H 
1H. s) 
700, 1 
536, 1 
2 2 2, 1 

84 ) , 4 
) . 29 5 
) 

(2-7x 



H0 2 C 



Me 




0 N 



WMWA 1 M-WTCIHfcfcLfctt. WSJB^KL 

3 7 5mg (JR*88. 0%) 
[0404] NMR (DMSO-d 6 ) d : 2. 33 
(3H, s ) . 7 . 0 6 ( 1 H , t,J = 7Hz), 
7. 10(1H, dd. J = SHz. 1Hz), 7. 2 
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4 (2H. dd, J = 8Hz. 1Hz), 7. 33- 
7. 45 (6H, m), 7. 47 ( 1H. dd. J=S 
Hz. 1Hz) , 7. 54-7. 60 ( 2H, m) 7. 
8 0 ( 1 H, d, J = 8Hz), 7. 8 5 ( 1 H, d, 
J = 2Hz), 8. 46 (1H, d, J=8Hz) , 
9. 39 ( 1H, s ) , 1 1 . 95 ( 1 H, s ) 1 3. 
5-13. 9 (1H, m) 

IR {v, cm" 1 , KBr) :3228. 2212, 1 
698, 1 640, 1 596, 1 582. 1 536, 1 

""D 

[0407] 2-7x-^TS7-4-7x-;PXf-^ 
^l#13 0 0rag (0. 96mmo 1 ) (TiWft.** 
\s> ( 2 0m 1 ) mmtz. JS-ft^-^SrO. 0 8ml 
( 1 . 1 mmo 1 ) Jn*. SfflTl . SlSHfflfPLfc 

j8«*«ETS*Lfc. gS»Hb<f^ ( 5 
Oml)M:, 2-T5y-3f->-Kl4 5mg 
(1. 0 5mmo 1 ) MfY 'J X-7-/1/7* $ V 1 m 1 SrflD 
Sa-C2 0B«SHt« 5 Lfc. RJtSffflte 1 M-SigT' 

MJA^fcSISftU SfSft^ttl 2 4mg (JR$3 
0. 0%) 

[0408] NMR (DMSO— d 6 ) d : 7. 0 4- 
7. 10 (2H, m) , 7. 21-7. 25 (2H, 
m). 7. 32-7. 46(7H, m) 7. 55-7. 
60 (2H, m) , 7. 88 (1H. d. J = SH 

H0 2 cO' ' 

"X) 

[0411] 2 - 7 x -1VT S 7 - 4 - 7 x X/PXf-X 
^£<f.#K2 5 Omg ( 0. Smmo 1 ) (TiWtXj-V 
V ( 1 5 m 1 ) JgJSfc, mtJ-X-m 0 . 0 8ml 

( i . ommo i ) an*, sat- 1 • SBaafflfFLfc 
0mi)J§?SK, 3-rsy-2-f^7iy*w:y 

»^f-;H 5 lmg (0. 9 6mmo 1 ) RtfUS** 'J 
33mg ( 0. 96mmo 1 ) erjD^.. S?S"C'2 
OBflaWf Lfc. Kl£4§?S*r 1 M-HBtlltCLfc 



496. 14 1 6, 1 322. 1 290, 1 256. 1 

224. 1 1 76, 1 060, 7 50 

EI -MS (m/z, %) :446 (m+. 7) . 42 

8 (2) . 295 (1 0), 267 (2) 

KjA: 24 8-2 5 0'C 

[0405] m&M5S : 2- (2-7xX;P7S7- 
4-7i-^xf^KVX75 K) xaf-vK 
[04 06] 
[fc9 9] 




z), S. 26 ( 1H, dd. J=SHz. 1Hz). 

8. 59 (1H, dd, J = 5, 2Hz). 9. 20- 

9. 40 ( 1H, m) , 1 1. 40-1 1. 60(1 
H. m) 

IR(i>, cm-i, KBr) :3444, 3256. 3 
1 00-2900, 22 1 2, 1 756, 1 664, 1 
640, 1 594, 1 554, 1 5 18, 1496, 1 
444, 1 4 1 2, 1 3 1 6, 1 272. 1 258, 1 
244, 1 21 0, 770, 752 
FAB-MS (m/z, %) : 4 34 (M+H, 1 
7 ) , 296(100) 
it* : 2 3 6-237'C 

[0409] £tfcffl5 9 : 3- (2-7x-A-7S/- 
4 - 7 x ^/Ufz;Kyx'7 5 F ) f-jj-7 x V^tf 
V® 

[04 10] 

[•fkioo] 




57 -< -tiiLt. ft f>il^x7.r;l#S:x^7-;l, 
(25ml) izmffi 1 . 1 M-*IHfrJ- h V ^M.A<miR 
1.4ml SrJnx, 4B*IBJnlfe»aLfc8L X?7-/U 

2 3 6mg (IR$7 8. 0%) 
[0412] NMR (DMSO-d 8 ) 5 : 7. 05 
( 1H. t, J = 7Hz) . 7. 1 5 ( 1H. dd. J 
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= 8Hz, 1Hz), 7. 20(2H, dd. J = 8H 
z, 1Hz), 7. 32-7. 46 (6H, m) , 7. 
55-7. 60 ( 2H, m) , 7. 79 ( 1H, d, J 
= 8Hz) , 7. 90 ( 1H, d, J = 5Hz), S. 
08 ( 1H, d. J = 5Hz) , 9. 20 ( 1H, 
s), 11. 36(1H, s), 13. 5-13. 7 
(1H, m) 

IR(i/, cm" 1 , KBr) : 339 2, 3260, 3 
044, 2636, 22 1 2, 1 640. 1 60S, 1 
554, 1498, 1446, 1408. 1368, 1 
258, 1 242, 1 2 14. 756 
E I - MS (m/z, %) : 4 20 (m + . 4 1) , 2 

[04 15] 2-7x-^7S/-4-7x-/PXf-- 
^WS**S5 0 0 m g ( 1 . 60mmol) COSML*?- 
U-y ( 2 0m 1 ) iS-ft^-^Sr 0 . 15ml 

(2. OOmmo 1 ) Jfli, SST'l. 5ffl3titi$LiZ 
ft. *K*»ET**W:. mm<omil**uy (5 

Om 1 ) jgffilC. 2 -7 5 7-5-7*0 4 1 

5mg ( 1 . 92mmo 1 ) St^ig* 'J >7A2 6 6 m 
g ( 1. 9 2mmo 1 ) ZMl. ^fflT 2 0 ^HBBKtf L 
fc. R«ilffll*lM-ffl»TlWfe(tLfc». 

»Lfc. was * 1 m-sk, x&vmMmxemx. 

l . a&wsiw- h y *) a natflL }s$£Met® 
*Lfc. sg^r^-by/^^wi&u aiEfl: 

^I4 5 5mg (C$5 5. 6%) fcfc. 
[04 16] NMR(DMSO-d 6 ) 5 : 7. 06 
(1H, t, J = 7Hz), 7. 10 (1H, dd, J 
= 8Hz. 1, Hz). 7. 23(2H. dd. J=8 
Hz. 1Hz). 7. 33-7. 4S(6H, m), 
7. 54-7. 60 (2H, m) , 7. SO (1H, 




[04 19] 2-7i-/V7iy-4-7x-;Hf- 
^I.SS5 0 0mg ( 1 . 6mmo 1 ) VtiH!&1r\s 
y (20ml) m : Mz. Wk,tt-)VZ 0 . 15ml 

(2mmol)jPi, SB-C1 . 5^fiH*Ucft. >g 

jK*«ffire*Lfe. msvaco^it^^-i-y ( 50m 



96(100), 278(75). 256(38), 2 
05(55), 1 78 (46) , 147 (46) . 1 3 
3 (54) , 1 29 (62) ,1 2 1 (58) . 1 1 9 

(48) , 1 1 5 (50), 1 08 (70) ,105 

(69) 

MA: 2 18- 2 2 0°C 

[04 1 3] Hte^J6 0 : 5-7*0=6-2- (2-7x 
-;UT 5 7 - 4 - 7 x -;Hf -;KyX7 5 K ) 

[04 14] 
HfclOl] 




d, J = 8 Hz), 7. 84 ( 1 H. dd. J = 9H 
z. 2Hz)8. 09 (1H, d. J = 2Hz). S. 
52 ( 1H, d, J = 9Hz) , 9. 30 ( 1H, 
s), 11. 96(1 H, s) 
IR (u, cm" 1 , KBr) :3220, 2220, 1 
700, 1 688, 1 636, 1 606. 1 596. 1 
576. 1 5 1 6. 1 496. 14 18. 1 370, 1 
322, 1284, 1250, 1220. 1180. 8 
24, 790, 764, 750 

E I -MS (m/z, %) : 5 1 2 (m+. 1 0) . 4 
94 (4) , 295 ( 30) , 267 (7) . 239 
(1), 190(1), 163(1), 91 (2) 
M&2 6 1-2 6 3«C 

[0417] mmme 1 : 1- ( 2-7x-/urs/- 

4 - 7 x -yHf-yK yXT 5 F ) y?nMty* 



[04 IS] 
[€102] 




X.yv>448mg ( 1. 92mmo 1 ) R&SBIbiV 
W266rag(l. 9 2mmo 1 ) £fi?2 

ft. *MW£#JKU:. lM-ffll. A<Rim 

stfeawc-ewacac* i . i- y ^i-tiffit. 



(49) 
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ttz. mt>ixrd&&zx.?;-)v ( i om i > t* 

U lM-*iM:^hU^A«E2m 1 SrJflx.. 5B§ 

A L . mmt&teA 3 4 m g ( IR* 6 2 . 0 % ) 

[04 2 0] NMR (DMSO-d 6 ) & : 1 . 2 2- 

1. 35 (1H, m) , 1. 43-1. 62 (5H, 
m) , 1. 68-1. 82 (2H, m) , 2. 03- 

2. 1 8 (2H, m) , 7. 0 1-7. 07 (2H, 
m), 7. 1 S ( 2 H , dd, J = 8 H z , 1 H z ) , 
7. 31-7. 4 5 (6H, m) , 7. 54-7. 59 
(2H, m), 7. 73 (1H, d, J = 8Hz, H 
z) , 8. 52 (1H, s) , 9. 27 (1H, s) , 
12. 27 (1H, s) 



H0 2 C 



0* 



CI 



[04 23] 2- / /no-4- $ V- 1-4 )V) 
&f*»l. 9 5g (7. 3 6 m mo 1 ) ^T-UV 

(20ml ) SfcK:. D«*y^l. 22g (8. 8 
3mmo 1 ) SlX5wt . %^«Stt-ftffl^ Jnis 31*0 

Bft**2. 12g (JR*9 0. 0%) fcttfc. 
[04 24] NMR (CDC 1 3 ) S : 0. 89(3 
H, t, J=7Hz). 1. 23-1. 43 (6H, 



H0 2 C 



[04 2 7] «#W3 9T«JSL3t4- (*?*y-l 

-2-7x^7S^IS15 2 0mg 
(1. 6 2mmo 1 ) Ofi-ft^^y (20ml ) 
a-ftf-*^* 0 . 12ml (1. 6 2mmol) 
afflT3l»BI!Bf Lfc«s «f«Sr«£ETS±L 

nwto<nffikxr\'> (50mn mmc 2-7 

SySMi267mg(l. 94mmol)5yM 
* ) JW268mg(l. 94mmol) StfHJXf- 
;1/T5y0. 27ml (1. 94mmo 1 ) SrjBi., S 
fit' 2 OBSSHftfLfc* 5JKg$£ 1 MHSMfcttt 

mm±i^xi\\mm u h y * at*ss» 

W^eTifMU MEft:£ft4 5 0mg («W6 3%) 




IR (^, cm-i, KBr) : 34 3 2, 3396, 3 
236, 3040, 2932, 2860. 2624, 2 
208, 1 7 18, 1 634, 1 590, 1 558, 1 
516, 1496, 1418, 1270, 1172, 8 
68, 782, 758 

E I -MS (m/z, %) : 4 38 (m+, 49), 4 
20 (8) , 394 (3), 34 9(14), 295 

(100), 267(14), 239(3), 163 

(3) , 98(6), 81 (3) 
il£l 94-1 95°C 

[042 1 ] ###]3 9 : 4- 
-2-7x-/^75y£,&#K 

[0422] 

HH103] 




m) , 1. 57 (2H, 
H, t , J = 7Hz) , 
Hz, 1Hz) , 7. 
z, 7Hz, 1Hz) 
z) , 7. 24-7. 
7.42 (2H, m) 
z) , 9. 28 ( 1H 



q 
, 6 
1 5 
, 7 



, J=7Hz) 2. 37(2 
. 75 ( 1H, dd. J = 8 
( 1H, ddd, J = 7H 
. 21 (1H, d, J = 1H 



2 9 ( 2H, m) , 
, 7. 93 ( 1H, 
, s) 



7. 35- 
d, J = 8 H 



[042 5]Hflj#lj6 2 : 2 - [4 - 
A)V) -2-7x^7^7x -)V7 5 JO XT $ 
F] £A*B 

[0426] 

Hfcl04] 



HD 2 C 




0 N 
H 



0. 88(3 
44 ( 1 OH, 



[0428] NMR (CDC 1 3 ) d 
H, t, J = 7Hz) , 1. 20-1, 
m) , 1. 50- 1. 6 0 (2H. m) 2. 3S (2 
H, t, J = 7Hz), 6. 87 ( 1H. dd, J = 
7, 1Hz), 7. 07 (1H, t, J=7Hz) , 
7. 14-7. 20 (1H, m) , 7. 23-7. 30 

( 2H, m) , 7. 3 2-7. 3 9 ( 3H, m) , 7. 
64-7. 70 (2H, m), 8. 15-8. 21 (1 
H, m) , 8. 83 (1H, dd, J = 8Hz, 1H 
z) , 9. 61 (1H, s) , 1 1. 69 ( 1H, s) 
IR (u, cm" 1 , KBr) : 3300, 3044, 2 
228, 1 682, 1 652, 1 606, 1 580, 1 
562, 1 542, 1 5 1 6, 
452, 1 420, 1 320, 
224, 1 1 60, 1 068, 



1 498. 1470, 1 
1 294. 1 25S, 1 
1 028, 870, 75 



(50) 



WR¥ 1 1 - 1 7 1 S 4 S 



E I -MS (m/z. %) :440(m + , 100), 
422(24), 303(59), 260(20), 2 
46 (20) , 233 (3 1 ) , 204 (23) 
H£: 1 6 5-1 67°C 



H0 2 C 



r 



N 

H [i 



[0431] 4- (3, S-^f-yl-yf-^/l-) -2- 
7x-;PTSy$,f.#K5 8 7tng (2. OOmmo 

i ) <r>wcs-^vv (20mD mmz, wo-*-*, 

5-0 . 2ml (2. 67ramo 1 ) Ml. ^ST'l. 5 

^fl/y (50ml) JgjRC, 2-7$/3c8«K3 0 
2mg(2. 20mmol). mMil 'JW304mg 
(2. 2 0mmo 1 ) Rlfh 'Jxf-;UTS >0 . 3 0m 
1 (2. 2 0mmo 1 ) fcflD*. SiBT18l3IBfflH*L 

fc. RiBiSJiisriM-aimrttfcLfca. 

ffi#U $$*«&7h!J7ATlz«fjL Jffli&iSEETf? 
* t . SSft £ 7-feh — b U /l^*>£> mtATWH 
U »iE-fk^!l6 54mg ()R^7 9. 0%) 
[0432]NMR(CDC1 3 ) 5 : 1 . 30(9 
H, s), 6. 8 7 ( 1 H , dd, J = 8 H z . 1H 
z). 7. 04-7. 1 0 ( 1 H, m) . 7. 14- 
7. 20 ( 1H, m) , 7. 23-7. 29 (2H, 



[0435] 2-7x-;P7$/-4- (^y^y-l 

S,t*K5 1 Omg ( 1 . S3mmo 1 ) CDU 
ft^fl/y(25ml) JUtf-*-/!^ 0 . 1 

4ml (1. 83mmo 1 ) JUX, Sffl"? 1 BflSttttft 

(50ml) SiSfc, 2-7$/3o§.#I?302mg 
(2. 20ramol),» l J'>A304rag(2. 
20mmol)ai/l l JXf;ir;yO. 30ml 
(2. 20mmo 1 ) £ flD*. . 3EiS"C 2 0 BSftffiilf L 
fc. R£«$£lM-fiirel8fficUcf&. 31SJI£# 

* L/C . 7-fe h - h U /^4><0lieflTfll» 

U S»£ft5 3 0mg (K*7 3. 0%) 
[0436]NMR(GDC1 3 ) 5: 1 . 03(3 
H, t, J = 7Hz) 1. 50-1. 65 (2H, 
m). 2. 37(2H. t, J = 7. 1Hz), 6. 8 
S ( 1 H. dd, J= 1 . 5Hz, S. 3Hz) . 7. 



[04 29] Htfe^]6 3 : 2- [4- (3. 3-^'** 
) - 2 - 7 x -;PT 5 Sly XT 5 K 1 SA 

[0430] 
UU05] 



HD Z C 



0 N 



J=8Hz, 
6 7 ( 1 H, 



m) , 7. 32-7. 39 (3H, m) . 7. 63- 
7. 70 (2H, m) , 8. 1 9 ( 1H. dd, J=S 
Hz, 1Hz) , 8. 82 (1H, dd. 
1Hz) , 9. 60 ( 1H, s) , 11. 
s) 

KBr ) : 328S, 
1 608, 1 582, 
1 420, 1 294, 
9 00, 



2972, 2 
1 560, 1 
1 2 56, 1 



764, 752 
4 1 2 <m + . 44 ) , 3 
275 (76) , 260 



IR(y, cnr 1 , 
224, 1 6 56, 
532, 1498, 
224, 1 1 62, 
E I -MS (m/z, %) 
94(6), 295(2) 
(38) , 246 (5) 
11*: 2 2 5-2 2 7°C 

[04 33] 9mm6 4 : 2- [ 2 -7x-^7S S- 

4- Ky^y-i-'f/^^yxrsH] 

[0434] 
[<tl 06] 



H0 2 C I 




0 N 
H 



07 ( 1H, ddd, J = 7 
7. 14-7. 21 ( 1 H, 

( 2 H . m ) , 7. 32-7 
63-7. 7 1 (2H, m) 
J = 8Hz, 1 Hz ) , S. 
Hz, 1Hz) , 9. 60 ( 

( 1H, s ) 

I R (*/. cnr 1 , KBr) 
872, 2224, 1 656, 
562, 1 534. 1 498, 
420, 1 3 1 8, 1 258, 
92, 758, 

E I —MS (m/z. %) : 
380 (6 ) , 26 1 (54 
4(11), 190(2), 
(3) 

It* : 1 9 9-2 0 0°C 

[04 37] WtW6 5 : 2- [2-^1/75 7-4 



Hz. 7Hz, 1Hz), 
m) , 7. 23-7. 30 
. 40 (3H, m) , 7. 
, 8 . 1 9 ( 1 H , d d , 
83 ( 1 H, d d, J=8 
1H, s), 11. 67 

: 3 256. 3 020, 2 
1 606, 1 582, 1 
1470. 1 4 52, 1 
1 222. 1 1 62. 8 

398 (m + . 4 5%) . 
), 233(17), 20 
14 6(2), 119 
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it 




[04 3 9] 2-7*;U7S/-4- (3. 3-^f- 
/l^y^-yl-) S.l-#ic5 4 7mg (2. OOmmol) 
flflWtXf-Uy (15ml) jgSfc, Wttt-i\>* 
0. 2ml (2. 6 7mmo 1 ) jD;t s MStX'l . 5B$ 

fl/y(50ml) lit, 2-75 y£Jg.SK3 0 2 
mg(2. 20mraolK»'J , )A304ii)g 
(2. 20mmol)Si;h'JXf/l'7JyO. 30m 
1 (2. 2 0mmo 1 ) 2rjD^.. SSt-1 6B#[atSr#L 
fc. RJE»**lM-*KrciraCLfcflL #fSfl£# 

U «IE-ft^»6 59mg (Q*84. 0%) £f»fc. 
[0440] NMR(CDC1 3 ) S : 0. 97(3 
H, t, J = 7Hz), 1. 34(9H, s), 1. 4 
2-1. 53 (2H, m) , 1. 65-1. 73(2 

H 

i 

in 

Bt0 2 C H fS — > 
H ^ ^ 

[0443] 2- ( 2 - yf-;ur a y - 5 -xf-M 

yXT S F ) £E#Kxf7P 526mg (1. 44 mm 
o 1 ) O^X^TSV ( 1 Om 1 ) »»C2-3-H 
try^VO. 3 0m 1 (2. 8 9mmo 1 ) N y?on 
W h 'J 7i-;WX7 ^ y^5y W 16mg (0. 

0 1 mmo 1 ) Rlte^fcJHl Omg (0. 03m mo 

1 ) £Jn;t. ailT2i«BHH*Lfc, KJftf»tc*frlll 

i o h -J * j**mmmim±&*v\\m 

Kfc£*3 7 5mg (JR$7 7. 5%) *rf§fc 0 
[04 44] NMR (CDC1 3 )S:0.97(3 
H, t, J = 7Hz) , 1. 4 2 (3H. t, J = 7H 
z) . 1. 40-1. 50 (2H, m) . 1. 6 4- 




[0438] 
[■fcl07] 

HD 2 C U fi^V 5 "^ 

H, m) , 3. 1 6-3. 20 ( 2H, m) . 6. 69 
(1H, dd, J=8Hz, 2Hz), 6. 74 (1 
H, d, J = 2Hzj, 7. 14 (1H. ddd, J = 
8Hz. 7Hz, 1Hz), 7. 5 9 ( 1H, d. J = 
8Hz), 7. 63 (1H. ddd. J = SHz. 7H 
z, 1Hz). 8. 17 (1H, dd, J = 8Hz, 1 
Hz), 8. 7 8 ( 1 H. dd, J = SHz. 1Hz) 
lR(u, cm" 1 , KBr) :3332, 3072, 2 
964, 2228, 1 650, 1 608. 1 536. 1 
220, 766. 754 

FAB-MS (m/z. %) : 391 (M-H) 
M&: 2 2 5-2 2 7*C 

[044 1 ] ##fl]4 0 : 2- [2-7^/1/75^-5 
- ( 2 - 1 'J i^xf-x/l- ) \yX7 5 H ] SA«Kx 

[044 2] 
[fill OS] 




1. 7K2H, m), 3. 18-3. 24 ( 2H. 
m),4.43(2H,q,J = 7Hz),7. 12 
(1H, ddd, J = 8Hz, 7Hz, 1Hz), 7. 
19(1H, ddd, J = SHz, 5, 1Hz), 7. 
50 (1H, ddd, J = SHz, 8Hz, 1Hz), 

7. 55-7. 6 1 ( 2H, m) , 7. 66 ( 1 H. d 
dd, J-SHz, 8Hz, 2Hz). 7. 97(1 
H, d, J = 2Hz) , 8. 06 (1H, t, J = 5H 
z) , 8. 10 (1H, dd, J = 8Hz, 2Hz) , 

8. 58-8. 61 ( 1H, m) . 8. 66 ( 1H, d 
d, J=SHz, 1Hz), 11. 77 ( 1H. s) 
[044 5] Hifc0j6 6 : 2- [ 2 -7f-/l/7S /- 5 

- ( 2-£'JS^X^-;lO H] 
[0446] 
Hfcl09] 




(52 



[04473 mmi o-mmuzi- l i-y+ivr 

E#Kx^-;l/3 7 5mg (0. 8 5mm o 1 ) <7)X?/ 
-;K 2 o m i ) mmz l m -*Kfl:t- h 'J -7 A7KiM 
lml £flQ;i. 2l«SW!aiSLfc». Sffl*f»aL 

£»1 94mg (IR*5 5. 0%) £f»fc. 
[04 48] NMR (DMSO-d e ) 8 : 0. 9 4 
(3H, t. J = 7Hz), 1. 36-1. 46(2 
H, m) , 1. 57-1. 65 (2H. m) , 3. 21 
-3. 26 (2H, m) , 6. 86 ( 1 H, d, J = 9 
Hz ) , 7. 1 9-7. 24 ( 1 H, m) . 7. 3 7 
(1H, ddd, J = 8Hz, 5. 1Hz), 7. 56 
-7. 60(2H, m ) , 7. 6 5 ( 1 H . ddd, J 




[04 5 1 ] ##M3 0T*i§U:2- (2-7>^7* 
S y - 5 -xf-;KyXT 5 H ) £,&#i£xf-^ 5 0 
Omg (1. 37mmol) C0 : Jx.^)VT ^> (10m 

1 ) i§i£{C2-3-F?-*7x>"0. 3 0ml (2. 8 
9mm o 1 ) . y^ont'A h U 7i-Wa7 •{ 

6mg ( 0. 0 1 mmo 1 ) Mf3*7itm\ 
Omg (0. 0 3mmo 1 ) Srtoi. Mffl?2WraflH¥ 

fc. #«l&M*»kS^s *. ma 

«K*** 'J «> -McigflL i o h y ^ a* 

fr^cDms&x-mmi, f@e<fL£»2 3 3msj or* 3 

8. 0%) 

[0452] NMR(CDC1 3 ) <J : 0 . 97(3 
H, t, J = 7Hz), 1. 43(3H. t, J = 7H 
z) . 1. 41-1. 52 (2H, m) . 1. 64- 




[04 55] ##M4 1 TWkbfz 2 - [ 2 -f+frT 
57-5- (2-f^7i-lHf-il/)'<>'X7; 
K] S.t.SKx-^2 30mg(0. 5 2mmo 1 ) <7) 

i?;-;K20rai ) i m-fcffltr h y -7 a 



ttfflTl 1-1 7 184 8 

= 8Hz, 7Hz, 2Hz), 7. 8 3 ( 1H, dd 
d, J = 8Hz, 8Hz. 2Hz), 7. 96(1H. 
d, J=2Hz ) , 8. 04 (1H, dd, J=SH 
z, 2Hz ) , 8. 1 8 ( 1H, t, J = 5Hz) , 
8. 54(1H, dd, J = 8Hz, 1Hz), 8. 5 
7-8. 60 (1H, m) , 12. 03 ( 1 H. s) 
IR (u. cm"', KBr) :2204. 1652. 1 
590, 1 528, 1 220, 770, 756 
FAB -MS (m/z, %) : 4 12 (M-H. 10 
0) 

It*: 1 7 9- 18 0°C 

[0449] ##$]4 1 : 2- [ 2 -7>^7 5 7 - 5 
- (2-f^7x-;PXfz;H <>XT$ K] 
itx^;P 

[0450] 

[€110] 




1. 73 (2H, m) , 3. 18-3. 22 (2H. 
m) , 4. 43 (2H, q, J=7Hz) . 6. 69 
(1H, d, J=9Hz) , 7. 00 ( 1H, dd, J 
= 5, 4Hz) , 7. 1 2 ( 1H, ddd, J=SH 
z, 7Hz, 1Hz) , 7. 23-7. 26 (2H, 
m) , 7. 47 (1H, dd, J=8Hz, 1Hz) , 
7. 58(1H, ddd, J-8Hz. 7Hz, 1H 
z) , 7. 89 ( 1H. J-2Hz) ,8.03(1 
H, t, J = 5Hz) , 8. 10 (1H. dd, J=S 
Hz, 1Hz), 8. 67 (1H, dd. J=8Hz, 
1Hz) 

[04 5 3 ] mmM6 7 : 2- [ 2 -^1/7$ /- 5 
H 

[0454] 
Hfcl 11] 

HN 

H0 2 C H VI 

'Ami. m*mi-ho*?AX'm®. mmmr 

fiffifl^HJl 85mg (lR*S5. 0%) 
[0456] NMR (DMSO-d 6 ) S : 0. 94 
(3H. t, J = 7Hz), 1. 36-1. 46(2 



(53) 



1-17 184 8 



H, m) , 1. 56-1. 64 (2H, m) , 3. 19 
-3. 25 (2H, m) , 6. 83(1H, d. J =9 
Hz) , 7. 11 ( 1H, dd, J = 5Hz, 4H 
z) . 7. 18-7. 24(1H, m), 7. 35(1 
H, dd, J =4 Hz, 1Hz) 7. 52 (1H, d 
d, J = 9Hz, 2Hz), 7. 60-7. 67(2 
H, m) , 7. 88 ( 1H, d, J = 2Hz) , 8. 0 
3 ( 1 H, dd, J = 8Hz, 1 Hz ) , 8. 1 1 ( 1 
H, dd, J — 8 H z , 1Hz) , 8. 51 (1H, d 
d, J-8Hz, 1Hz) , 11. 97 (1H, s) 




[0459] p%ms ox-mmuz 2 - ( 2-7>/i/r 

5 7-5-3- VOXT 5 F ) £<ft#I8xf-/U7 0 0 
mg(l. SOmmoDWyXWSy (20m 
1 ) S.y'rh5t Hn77y (10ml) (DM^mmiZ 
3-7 h*i/-l -TntryO. 25ml (3. 00m 
mo 1 ) , y^ont^f 'J 7i-WX7 < yA'5y 
7A53rag (0. OSmmo 1 ) WH^-ffcffl 1 4m 
g (0. 0 8mmo 1 ) SrflD*., S>fi-C2B#P B l|g#L 

wsK**Xf 'J * Ais^s . i o %i-*Wim-r v u ^ a* 

n^HSSi8iTtt8U fWE^fe3 7 5mg ()R$6 
1. 2%) 

[04 60] NMR (CDC 1 3 ) 8 : 0. 96(3 
H, t, J = 7Hz). 1. 40-1. 51 (5H, 




[0463] ##W4 2 T*Ji Lfc 2 - [ 2 - 7>^T 
5/ - 5- (3-7 b^vTn^y- 1 KyX 
7SH]£l#iXf^3 7 0mg (0. 9 1mmo 
1 ) <r>3~?/-)V (20ml ) RlfTVyt. Yuyyy 
(20ml) <7)&£®mz 1 M -Tmfti- h U -72>**§ 
?S 2 m 1 £Jn;t, gfflT'2B*»^L^ 7§$£«E 

a»fctf>B*&IITlSI!U mtef^%3 0 0mg (IR*8 
5.9%) 

[0464] NMR (DMSO — d 6 ) d : 0 . 93 
(3H, t, J = 7Hz), 1. 36-1. 46(2 
H, m) , 1. 5 5- 1 . 64 ( 2H, m) , 3. 1 5 
-3. 21 (2H, m) , 4. 31 (2H, s) , 6. 
7 3 ( 1 H. d, J = 9Hz), 6. 96-7. 01 



1R (v, cm" 1 , KBr) :3320, 2964, 2 
208, 1 652, 1 602, 1 530, 1 254, 7 

56 

FAB -MS (m/z, %) : 4 1 7 (M-H, 1 
6 ) , 1 8 9 ( 1 0 0 ) BUS 7 9 - 1 8 0*C 
[0457] ##01142 : 2- [2-7^757-5 

- (3-^h^7nn/-i->f;W ^77*75 h'] 

[04 58] 
[ftl 12] 

Et0 2 C H Y^l 

m) , 1. 62-1. 71 (2H, m) ,3. 16- 
3. 22 (2H, m) , 3. 47 (3H, s) , 4. 2 
0(2H, q, J = 7Hz), 4. 34(2H, s), 
7. 11 (1H, ddd, J = 8, 7. 1Hz), 7. 
41 (1H, dd, J = 8Hz, 2Hz), 7. 57 
(1H, ddd, J = S, 7, 1Hz), 7. 84(1 
H, d, J = 2Hz) , 8. 00 (1H, t, J = 5H 
z), 8. 09 (1H, dd, J = 8, 1Hz), 8. 
68 ( 1 H, dd, J=8, 1Hz). 11. 75(1 
H, s ) 

[04 6 1 ] mt&m6& : 2- [ 2 -7f-/U7S 7- 5 

- (3-7h^>-7"PA-y-l->f^) O-XTSH] 

[0462] 
Hfcl 13] 

Na0 2 C H Y| 

(1H, m), 7. 28-7. 3 3 ( 1H, m), 7. 
39(1H, dd, J = 9Hz, 2Hz), 7. 90 

(1H, d, J = 2Hz), 8. 03 (1H, dd, J 
= 8Hz, 1Hz), 8. 37 (1H. t, J = 5H 
z) , 8. 54 ( 1H, d, J = SHz) 

I R ( u , cm" 1 , KBr) :3300, 2956, 2 
928, 22 1 2, 1 652, 1 590, 1 522. 1 
296, 7 60 

FAB-MS (m/z, %) :424 (m + Na, 10 
0) 

1US1 7 9- 1 80°C 

[046 5] ##$J4 3 : 2- [2-7^1/7*$/- 5 

- (3, 3-^xh*^rn;\°y- l ->f;p) 7x^ 

/i/]-4-«y-4H-3, i-^yy'*^> 



(54) 



mm^ n-171848 



[04 66] 



0 




I 



[0467] 2- ( 5-3-l'7x 

->u) -4-**y-4H-3, i -<yy"Jf-f v> 

1. 4 0g (3. 3 3mmo 1 ) O ), y 5 V 

(30ml) atffb7tFD77y ( 15ml ) *» 
KTo^afrUT/l'Tt K^xf-zl/Tt^-^O. 9 6m 
1 ( 1 . 7 2mmo 1 ) , y^DDt'X MJ 7a-W 
^7OA'7^A30mg (0. O3mmol)0 
3-7-fL£12 0mg (0. 0 6mmo 1 ) £SD£, 

maiTS*? i B#m«tf l*: . KtmrnzAmu tz 
u<7A*}§ffi, fissflSK^at^'J^A*^, i o 

I2ft^ft6 2 5mg (JR$4 1.4%) 
[0468] NMR (CDC1 3 ) d : 1. 04 (3 



0 




in 

A 

BtO OEt 

[0471] mm3?mmifz2 - [2-7^7 

5/-5-(3, 3-yXb^yrPA e y-l->f;H 

7x-;H -4-^v-4H-3, i-<yy^^ 

y6 00mg(1.43mmol) <r>3-9 ( 2 0 

m 1 ) Mrh7tFo77y (2 0m 1 ) £>ig£ig?g 

t 1 m -?mtti- h o 5 m 1 % tut s ^st- 

gIE^ft5 8 0mg (JR^SS. 0%) 
[0472] NMR(CDC1 3 ) S : 0. 93 (3 

H, t, J = 7Hz), 1. 1S(6H, t, J = 7H 
z) . 1. 38-1. 46 (2H, m) , 1. 55- 

I. 64 (2H, m) , 3. 1 6-3. 2 1 (2H, 
m) . 3. 53-3. 6 1 ( 2H. m) . 3. 65- 
3. 73 (2H, m) , 5. 50 ( 1H, s) . 6. 7 
5 ( 1 H, d, J=9Hz ) , 6. 98-7. 03 (1 



Hfcl 14] 



0 




hi 

A 

BtO OEt 

H, t, J=7Hz) , 1. 29 (6H, t, J = 7H 
z) , 1. 53-1. 63 (2H, m) , 1 . 75- 

I. 84 (2H, m) , 3. 29-3. 34 (2H, 
m ) , 3 . 63-3. 72(2H, m ) . 3.80- 
3. 89 ( 2H, m) , 5. 50 ( 1 H, s ) , 6. 6 
8 (1H, d, J = 9Hz), 7. 43-7. 52(3 

H, m), 7. 80 (1H, ddd. J=8Hz, 7H 
z, 1Hz). 8. 22 (1H, ddd, J = 8Hz, 

I . 1 Hz ) , 8. 3 2 ( 1 H, d. J = 2Hz ) , 
9. 25 ( 1H, t, J = 5Hz ) 

[0469] Htfe0V6 9 : 2- \2-ZHr)VT\ J -5 
-(3, 3->"xh^v7'oy\ c y-l-^;l/) OXT 

[0470] 
Htl 15] 




H, m), 7. 31 — 7. 36 ( 1H, m) , 7. 40 
(1H, dd, J = 9Hz, 2Hz) ,7.89(1 

H, d, J = 2Hz) , 8. 06-8. 09 (1H. 

m) , S. 39 ( 1H, t, J = 5Hz) ,8.55 
(1H, dd, J = SHz, 1Hz) 
IR(*/, cm-i, KBr) :2 960, 2 932, 2 

220, 1 660, 1 594, 1 520, 1 2S8, 7 

54 

FAB-MS (m/z. %) : 4 37 (M-H. 3 
4) , 379 (1 00) 
US: 17 9-1S0°C 

[0473] S3&0H7O : 4- (3. 3~^^7> 
-2-7x-^7^-N- (2-A)V7r*4 

[0474] 
[ftl 16] 



(55) 



WBW 11-17 18 4 8 



H0 2 cO' 



[ 0 4 7 5 ] 4 - < 3 , 3 - i/*W7+-)V) - 2 - 
7x-;W7 5/$A#»l. Og (3. 40mmol) 
aiX^-fkf-^--^ 0.4ml OlS-ft^ f^(30m 

l/c. mmnmtxi-vy oomi) 2 -r 

Sy^y^'yx^*yT$FO. 6 5g (3. 7 5mm 
ol)Of'Jy'y(5 0ml) ^fcfcftTjTFU 1 

si m-«», *, &t^w£*Tiis&ft#u is* 

»0. 8g (K*5 2. 0%) £f»fc. 
[04 76] NMR (CDC 1 3 ) o : 
H, s) , 4. 87 (2H, br-s) 
H, dd, J=8Hz, 2Hz) , 7. 
dd, J=8Hz, 8Hz, 1Hz) , 
29 ( 3H, m) , 7. 52-7. 



1 . 29(9 
. 6. 85(1 
09 ( 1 H. d 
7. 2 1-7. 
59 (2H, m) , 
-V 



H0 2 C 



[04 793 2-7>/PT5y-4- (3. 

£JMH|1 • 0g (3. 66mmol)a 
XfWtf-*->V0 .4ml <r>mt*^\sV (30ml) 
it«*S»T2B*ia!ttf Lfctft. ifflK£*ET«*L 

mm<m$c*&vv oomu jg«£2-75 

ysyt'y^*>'75H0. 7g (4. 0 3mmo 
1 ) 0)t'»>( 5 Ora 1 ) SffittHfrTaTFU 1 8 

4:i M-ifist, *. syfiafp^*t"ii;xa^t. ** 

£1)0. 9g (1R*54. 0%) SUfc. 
[0480] NMR (DM SO- d 6 ) d : 0. 97 
(3H, t, J = 7Hz) , 1. 34 (9H. s) , 
1. 4 1-1. 5 1 (2H. m), 1. 62-1. 72 
(2H,m), 3. 18(2H, t, J=7Hz), 
4. 83(2H, br-s) , 6. 45 (1H, dd, 
J = 8, 2Hz), 6. 74 (1H. d, J = 2H 



HjNSOj H j| 




-*7 



1 642, 
14 7 2, 
1 2 7 2, 



0 N 
H 



7. 57 ( 1H, d, J = SH 
ddd, J=8Hz, SHz, 
H, dd, J=8Hz, 2Hz 
d, J = 8Hz, 1Hz), 9 
0. 03 ( 1H, s ) 
IR U, cm-i, KBr) : 
92S, 2224, 
5 1 6, 1 500, 
334, 1 290, 
64 

FAB-MS (m/z, %) : 
0) 

Kj&: 1 0 1-1 02°C 

[0477] mmm7 1 : 2- 

(3, 3-vX^7>-;P) 
'f/l'7x-;H OX7S. V 
[0478] 

c-fbi 17] 



H 2 N-S0 2 H 



z ) . 7. 6 3 ( 1 H, 
1Hz) , 7. 99(1 
) , 8. 4 1 ( 1H, d 
. 53 (1H, s) , 1 

3364, 2972. 2 

1 586. 1 556, 1 

1 44 2. 14 20, 1 

1 222. 1 1 54, 7 

446 (M-H, 10 



7>/U7Sy-4- 
-N- ( 2-7.;U7r ; £ 




0 H N W 



z) , 7. 2 3 (1H, ddd, J=SHz, SHz, 
2 Hz) , 7. 48(1H, d, J = 8Hz), 7. 6 
1 (1H, ddd, J=8Hz. SHz. 2Hz), 
7. S6 ( 1 H, br-s), 7. 95(1H, dd. 
J=SHz, 2Hz) , S. 34 (1H. dd, J = 8 
Hz, 1Hz) , 9. 70 ( 1H, s) 
IR(i/, cm" 1 , KBr) :3368, 3232, 
084, 2968, 2932, 2868. 2224, 
644, 1 600, 1 584, 1 564. 1 530, 
472, 1440, 1 342, 1 292, 1 226, 
1 68, 1 1 56, 896, 764 
FAB -MS (m/z , %) : 4 2 6 (M-H, 10 
0) 

MA : 1 3 0 - 1 3 rC 

[0481] XMM7 2 : 4 -<y*J)Vttis- 2-7 
x~;l/T$y-N- ( 2-^7 7t^^7x-/l/) < 

[04823 
Hfcl 18] 



(56) 



11-17 18 4 8 




[0483] 4-^^71^-3-^-2-7 x-)V7 5/ 
£.6#B?5 0 0mg ( 1. 5 6mmo 1 ) c^i&it^^ 
>' ( 1 5m 1 ) JSFflJK. 7K^™tf-^-^Sr 1 S 6m 
g ( 1 . 5 6mmo 1 ) Ml. mi&X^mfflMW Lfc. 

2 - 7 S 7 ^/'t'yXWyr 5 HI 7 4m 
g (0. 9 6mmo 1 ) .$.!/. h Uxf-;l/7 S V 1 m 1 
( 7 . 8mm o 1 ) Ola-ft* (15ml) Wt&Z 

0mg( IR$28. 0%) fcftfc. 
[04 84] NMR (5. DMSO-D6) : 4. 82 
(2H, s) , 5. 04 (2H, s) , 6. 48 ( 1 

H, dd, J = 9Hz, 2Hz) , 6. 8 5 ( 1H, 

[0487] 2-7x^7^-4-7x^/^Xf- 
JU£,ft#K 1§ (3. 40mmol) Rtf&ittt -)l> 
0.4ml COiSfcX+lsy (30ml) jg»£MSjBY2 

.X^l/V (3 0m 1 ) ^Sr2-T^y^>"ir>^;^ 
yT^FO. 65g (3. 7 5mmol)WJy> 

(50mi) *»£*#t»tu i smmm&vtim 
taw??? i-x-mmLx. wmt&tyo. sg 

(JR$5 2. 0%) fcfcfc. 

[04 88] NMR (CDC1 8 )*:1.29(9 
H, s), 4. 87(2H, br-s), 6. 85(1 
H. ddd, J-SHz, 2Hz, 1Hz), 7. 09 

( 1H, ddd, J = 8Hz, SHz, 1Hz) . 7. 
21-7. 29 (3H, m) . 7. 52-7. 59(2 




d, J = 2Hz), 7. 04-7. lOdH.m), 
7. 15(2H, dd, J = 9Hz, 2Hz), 7. 2 
2-7. 41 (8H, m) , 7. 60-7. 65(2 
H, m) , 7. 98 ( 1H, dd, J = 8Hz, 1H 
z) , 8. 3S(1H, dd, J=8Hz, 1Hz), 
9. 74 (1H, s) , 9. 87 (1H, s) 
IR <*/, cm" 1 , KBr) : 1646, 1580, 1 
522,1 286, 7 56 

EI -MS (m/z, %):473(31),446 
(1 0) , 302 (1 8) , 30 1 (30) , 300 
(1 1) , 91 (100) 

Bb&: 17 1-1 72°C 

[048 5] mmmiS : 4-7x-^xfz^-2- 
7x^7^-N- (2-7.^77^^/1/7x^1/) 



[0486] 
Cffcl 1 9 ] 




H, m) , 7. 57(1 H. d, J = 8Hz) , 7. 6 
3 ( 1H, ddd, J=8Hz, SHz. 1Hz), 
7. 99 (1H, dd, J = SHz, 2Hz), 8. 4 
1 (1H, dd, J = 8Hz, 1Hz) . 9. 53(1 
H, s) , 10. 03 ( 1H, s ) 
IR U, cm-i, KBr) :33S0, 3320. 3 
244, 3 056, 22 1 2, 1 644, 1 594. 1 
582, 1 558, 1 530, 1 500. 1 468. 1 
442, 1 424, 1 334, 1 294. 1 226. 1 
1 54, 7 56 

EI -MS (m/z, %) :467 (m+, 59) , 2 
9 5 (1 00) , 26 7 (1 6) 
HL£: 1 9 5-1 96*C 

[04 89 3 HUM 7 4 : N- [2- (2-7x-;l/T 
$y-4-7x-;Hf-;KyX7SF) OMfXX 
7i/^~;i/] 'O-xrs F 

[0490] 
Utl 20] 



(57) 



«f§H¥ 11-17 18 4 8 



H 2 N-S0 2 H 



-JO" 



0 N 



.O 



[049 1] HiS^J7 3TKjiUc4-7x-;WX^ 
;1— 2-7x-7UT5/-N- (2-^1-7 7^^7 
^yX7;F200mg (0. 4 3mmo 1 ) 
RXfVMAVVJxl 1 Smg (0. 8 6mmo 1 ) Zi? 

**vy ( i o m i ) &tx* lomi i£ 

•ft/O^Af ;l^9 Omg (0. 64mmo 1 ) fcrSTU 

gfflt i emsmwiK. Rmmmz 1 MHSircsstt 

fcU:«. Iffltxf-A/rftSBU:. 

fc. aefoSr^y-^-CffiftU MMHt&mi 6 8m 
g( JR*6 9. 0%) fcttfc. 

[04 92]NMR(CDCI 3 ) 5 : 7. 00(1 
H, dd, J=8Hz. 1Hz), 7. 07-7. 12 

( 1H. m) , 7. 27-7. 77 ( 1 6H. m) , 



7. 92 (1H. d, J = 8Hz), 8. 07 (1H. 
dd. J = SHz, 1Hz), 8. 62 ( 1H, dd, 
J = 8Hz, 1Hz) . 8. 70 ( 1 H. s ) . 9. 6 
0 (1H, s) , 10. 49 (1H, s) 
IR(u, cm" 1 , KBr) :3 384, 3 326, 1 
704, 1 660, 1 596, 1 582, 1 562. 1 
520, 1 286, 752 

FAB-MS (m/z, %) : 570 (M-H, 10 
0) 

1162 4 1.-24 3°C 

[04931 331097 5 : N- [2- (2"7x-^7 

S7-4-7i-;Pxf^iAyX7S H) O-t'yx 
;U*-yH -4 - h 'J 7/W f ;K^X7 S H 

[0494] 

[€121] 



N-SO2 H 
N 



0 N 



F 3 C 



.-0 



[0495] mm%$LT, mmi s^mmitz 2-7 

x^7^-4-7x^Xf^-N- (2-7.71/ 
7r : t^l'7x-;H <yXT5K2 0 0mg (0.4 
3mmo 1 ) at>\ KK^U^Al ISmg (0. 8 5 
6mm o 1 ) ^y^^ty (10ml) ( 1 0m 

i ) nffi&m&iz, 

-f;l/5:179mg (0. 8 5 6mm o 1 ) HwlMi^T 

1 6mmmttUz> Rmmmz 1 M-*BtfKtfc: 

1te**y-/l/Ci!lB»U BWMl6 8mg (JR$6 

1. 0%) f»fc. 

[0496] NMR (CDC1 3 ) £ : 7. 04-7. 
10 (2H, m) , 7. 21-7. 25 (2H, m ) , 
7. 32-7. 4 6 (7H, m) , 7. 55-7. 60 



(2H, m), 7. 88 (1H. d. J=SHz), 
8. 26 (1H, dd, J = 7Hz, 2Hz ) . 8. 5 
9 (1H, dd, J = 5Hz, 2Hz), 9. 2-9. 
4 (1H, m) , 11. 4-1 1. 6 (1H, m) 



KBr) : 
1 6 62, 
1 528, 
1 3 26, 
1130, 



3320, 
1 642, 
14 98, 
1 288, 
1 070. 



3 244, 
1 594, 
1 4 7 2. 
1 256. 
7 56 



I R ( u , cm 
2 1 6, 1 706, 
5S0, 1 5 58, 
442, 1422, 
226, 1 1 56, 

EI -MS (m/z, %) : 63 9 (m-K 16) 
67(20), 446(10), 422(17). 
5 (88) , 278(42) 
It*: 1 7 8-1 8 0°C 

[04 97] : N- [2 - (2-7x-^7 

i7-4-7x^Xf^KyXT$ }<) 



. 4 
29 



(58) 



ftBITl 1-17 184 8 



[04 98] 



JO 



[ fbl 2 2 ] 



0 N 



0 



H 

N-SO 



.-0 



N 

« I! 



[04 9 93 SSSSvSST, 3-ClBftLfc2-7 
x-?i/7^/-4-7xX7UX?-~;l/-N- (2-X/P 
7r^>f^7x-;H^yX7iH4 0 0mg (0. S 
GiTimol) atX4-^^r5ytTU>?y3 1 5m 
g(2. 57mmo 1 ) cOrhyt Yu7y> < 1 Om 
1 ) mmzmym^O- l 2m l (l. 2Smmo 1 ) 
ftfln;c. a»T2B«aaH ! ftfc. RIB»«*1M-«B! 

tHWU MEflA»3 5 8mg («*8 2. 2%) ft 

[0500] NMR(CDC1 3 ) d : 2. 08(3 
H, s) , 6. 99 (1H, dd, J-SHz. 1H 
z) , 7. 07-7. 12 (1H, m) . 7. 26- 
7. 40 (8H, m) , 7. 46-7. 54 (3H, 
m) , 7. 66-7. 7 1 ( 1H, m) , 7. 82 ( 1 

1^ 

E 2 N-S0 2 H 



H, d, J = 8Hz) , 8. 01 ( 1H, dd, J = 8 
Hz, 1Hz) , 8. 06-8. 1 6 ( 1H, m) , 
8. 58(1H, dd, J = SHz, 1Hz), 9. 5 
7 (1H, s) , 10. 30 (1H, s) 
IRU, cm-i, KB r ) :34 50-2 9 50, 
864, 2 2 1 2, 1 7 14 
5 56, 1 530, 1 49S 
420, 1 342, 1 3 1 8 
224, 1 1 56, 1 1 28 
E I -MS (m/z, %) 



1 660, 1 5S2, 
14 7 2, 1 442, 
1 286, 1 256, 
S54. 756 
5 09 (m+. 22) , 



9 5(49), 267(7), 91(2). 61(3) 
MA: 1 0 8°C 

[0 50 1 ] SS*W7 7 : N- [2 - (2-7x^7 

[0502] 
Hfcl23] 



[0 5 03] 7 3 Lfc 4 - 7 x -^xf- 
;l^-2-7x^;U7$y-N- ( 2-X^7rt--f /l'7 
xZ/K^yX7SH500mg (1. 04mmo 1 ) 
W h7hHD77>' (10ml) i^(C4-^f*;l/ 
7^7t°'Ji/>260mg (2. 14mmolK&tX 
^ty^^nUKO. 16ml (1. 17mmo 

l ) ft in*. ffiBTlBfflHtfPLfc* Rtf3i»fc*ftiin 

TW«J6»U *6*|^hU^T««ft. &$ft$ 
tltiL, SE-ft^200mg (IR$3 3. 3%) ft 
[0504] NMR(CDC1 3 ) d : 0. 84(3 




, 1. 16-1. 32 (4H, 
62 (2H, m) . 2. 23 (2 
. 6. 99 (1H. dd, J = S 
06-7. 1 2 ( 1 H . m ) , 
30 ( 3H, m) , 7. 32-7. 40 
7. 4 6-7. 54 (3H, m) , 7. 
65-7. 71 (1H, m), 7. 83 (1H. d, J 
= 8Hz) , 8. 01 (1H, dd. J=8Hz, 1H 
z) , 8. 1 0 ( 1H, br-s ) . S. 57 ( 1H, 
dd, J-8Hz, 1Hz), 9. 57 (1H, s). 
10. 3 1 ( 1 H, s ) 

I R ( v , c nr 1 , KBr) :2956, 1714, 1 
660, 1 582, 144 2. 1 286, 7 56. 69 



(59) 



flfflPP 11-17 18 4 8 



2 

E I -MS (m/z, %) : 56 5 (m + . 41) , 4 
67 (4) , 29 5 (1 00) , 267 (1 3) , 20 
5(29) 

[0 5 0 5] Hffi^J7 8 : N- [2 - (2-7x-^7 



K 2 N-S0 2 H 



.-0 



[0507] fflRftssr. mwn 3-cmmttz2-y 

x -;U7 5 7 - 4 - 7 x -;UX^~/U- N - ( 2 - 
7r : E^P7x-/l') ^yXT5H250mg (0. 5 
4mmo 1 ) 2KXjKR#»J*>-M4 8mg (1. 0 7m 
m o 1 ) coy** (10ml) (10ml) 
<7)M&mmz. f*^;^D»JK15 3mg (0.8 
0 6mmo 1 ) &lniaa'C2 0«BWW Lfc. KJGft 

iM-amr»ttt:Lfc». iwx*n/c*ia!L 

^238mg(lR$71. 5%) £t#Jt. 
[0 5 08] NMR (CDCl 3 )S:0.86(3 
H, t, J = 7Hz) ,1.1 2-1. 32 ( 1 1H, 
m) , 1. 50-1. 62 (3H, m) , 2. 23 (2 
H. t, J = 7Hz), 6. 99 ( 1H, dd, J =8 
Hz, 1Hz ) , 7. 09 ( 1H, t, J = 7Hz ) , 
7. 24-7. 42 (8H, m ) , 7. 47-7. 68 



H 2 N-S0 2 H 




0 N 



5 7 - 4 - 7 x -;kxf-;KyX7 c 

[0506] 
Mfcl24] 



H) <y^>7. 



H 



- N 



0 N 
■ \\ 



» V 

( 1H, t , J = 7Hz) , 
8Hz) , 8. 00 ( 1H, 
z) , S. OS ( 1H. s ) 



7. : 
dd, 
. 8. 



= 8Hz) 
H, s ) 

I R ( v, cm* 1 , 
856, 2 2 1 6, 
1 564, 
1418, 
1156, 



9. 57 ( 1H, s ) 



3 ( 1H 
J = SH 
57(1 
, 10. 



KBr) : 3 2 5 2 . 
1 7 14. 1 668, 



578, 1 564, 1 524, 1 500, 
440, 14 18, 1 342, 1 3 14, 
226 
582 

E I - MS (m/z, %) : 6 2 1 (m + . 
467 (1 2) , 44 6 (1 3) , 295 ( 
278(9), 267(13) 
[0 509] mmmi 9 : N- [2- <2- 
$ 7 - 4 - 7 x -yl^xf- ~ /l/^yXT S F) 

[0510] 
Utl25] 



. d. J = 
z, 1H 
H, d. J 
32(1 

928, 2 
594, 1 
470, 1 
286, 1 
, 690, 

50%) . 
100). 

7x^7 



0 



H 

N-SO2 B 



0 N 



■I 



[0511] g*Sl3rF. H*£<5>J7 3T*»U:2 - 7 
x^7^-4-7x^Xfz;V-N- ( 2-7./I/ 
7r : E^l'7x-;l/) <yXT5K226mg (0. 4 
8mm o 1 ) &t>\ 4 -S^X f-^TS 7 t°U 1 1 8 
mg ( 0. 96mmol) <7)r F5t Hn77>' ( 1 0 
ml ) i§»:b 6 A'n^f;^nUHO. 0 7ml (0. 5 
7mm o 1 ) SlDiaSa-Cl^BBfWtfcft. JfflKSr« 



Lfc. Sg^^ , J*y;^DVh^7^-t-^L 
MEft£ftl 50mg (IR$56. 0%) S:#^ 0 
[0 5 12] NMR (CDC1 3 ) ^ : 1. 14(9 
H, s), 7. 00 (1H, dd. J = 8Hz, 2H 
z). 7. 0 9 ( 1 H , ddd, J = S H z , SHz, 
2 H z ) . 7. 24-7. 31 (3H, m) , 7. 33 



(60) 



IflSFPl 1-1 7 184 8 



-7. 3 9 (5H. m) , 7. 48-7. 5 3 (3H, 
m) , 7. 68(1H, dd, J = 8Hz, 2Hz), 
7. 8 3 ( 1 H, d, J = 8Hz), S. 00 ( 1 H, 



1 8 ( 1H, br- 
8Hz. 2Hz ) , 



dd, J = 8Hz. 2Hz) , S. 
s) , 8. 53 ( 1H, dd, J = 
9. 57 (1H, s) , 10. 25 ( 1 H. s) 
I R ( v , cm" 1 , KB r ) : 22 1 2. 1704, 1 
658, 1 582, 1 558, 1 532, 1472, 1 
44 2 



EI-MS (m/z, %) : 551 (m+, 49) , 5 
2 1 (30) , 295 (1 00) , 1 95 (48) 

: 2 2 3-2 2 4°C 
[05 13]»ajS0 :N- [2- [4- (3, 3- 
V* ) - 2 - 7 x -)V7 5 SOXT 5 

[0514] 
Hfcl26] 



H2N-SO2 H 



0 K 



« 1 



[0515] fiJRSWTF. 5HtM7 0Ti»U:4 - 
(3, 3-^^^7'f--;U) -2-7x-/WrS7- 
N- ( 2-^7r : E-f;W7i-;l') 0"X7S h' 2 0 
Omg (0. 45mmol) 4 - i^fVWT 5 7 

f'Jy>l lOmg (0. 9mmol )<0fh7t h'D 
7 7 >' ( 1 0 m 1 ) ffiKlcfCttf )V9 o 'J K 0 . 0 6 
ml (0. 49mmol) £jD;tS*ST" 1 «ff L£ 

"71^57 -f-TttRLT, fM3* 1 8 0 m g (JR 
$7 5. 0%) 

[0516] NMR (CDCI3 ) 8 : 1 . 12(9 
H, s ) . 1. 38 (9H, s) . 6. 87 ( 1H, d 
d, J=SHz, 2Hz), 7. 07(1H, ddd, 
J = 8Hz, SHz, 2Hz), 7. 22-7. 29 



0 N 



H Tl 



H 2 N-S0 2 H 



[0519] 2*«STf\ H«7 0-CR3SU:4 - 
(3, 3-^f-7l/7>-/I/) -2-7x^7^/- 
N — (2-^7t^^7x-^> <yXT5 H3 0 
Omg ( 067mm o 1 ) RXf* 4 - +)VT 5 7 b° 
•JyVlSOmg ( 1 . 4 7mmo 1 ) <7)t hyt Fn 
75>' ( 1 0m 1 ) ffiffil^^lERO. 0 7ml (0. 
74mmo 1 ) fciDiSM'CllSIWWLfctt. 
*ETS*Lfc. BfflJ*fc**lni, PKx^Tttaj 

vbk?mmmi. **mti~hv*7J*x'&m. mm 



i 

(3H, m) , 7. 
67 ( 1H, ddd 
7. 75 ( 1H, d 
dd, J = SHz, 
s) , 8. 50 (1 
9. 5 19 ( 1H, 
IR(i/, cm" 1 , 
652, 1 594, 
498 

E I -MS (m/z 
75(100), 2 
K£: 2 18-21 
[ 0 5 1 7 3 36 

[0518] 
Mbl2 73 



32-7. 38 (3H, m) , 7. 
, J=8Hz , SHz , 2Hz ) , 
, J = 8Hz) , 7. 99 ( 1H. 
2 Hz) , 8. 1 5 ( 1H, br- 
H, dd, J-SHz, 2Hz) 
s) , 10, 17 (1H, s) 
KBr ) : 2224, 1 7 14, 1 
1 580, 1 564. 1 530, 1 

, %) : 53 1 (m + , 85) , 1 

60(53) 

9°C 

1 : N- [2- [4- (3, 3- 



V 



N-S0 2 H 
K 



< — T*ftM LT „ ■HE'fL£ft2 3 5mg (JR$72. 0 
%) 

[0520] NMR (CDC1 3 ) 6" : 1. 28(9 
H, s) , 2. 04 (3H, s) . 6. S5 (1H, d 
d, J-8Hz, 2Hz), 7. 07(1H, dd, J 
-SHz, SHz), 7. 22-7. 29(3H, 
in) , 7. 31-7. 39(3H.m). 7. 66(1 
H, ddd, J = 8Hz. SHz, 2Hz) , 7. 73 

( 1H, d, J = 8Hz ) , 7. 99 ( 1H. dd. J 



(6 1) 



1-17 184 8 



= 8Hz, 2Hz), 8. 26 (1H, br-s), 
8. 5 5 ( 1 H, dd. J = 8Hz, 2Hz)9. 4 9 
( 1H, s) , 10, 24 ( 1H, s) 
IR (i/, cm" 1 , KBr) :2224, 1730, 1 
658, 1 582, 1 556, 1 538. 1498, 1 
470, 1442, 14 18. 1 336. 1 270 
EI-MS (m/z. %) : 4S9 (m + , 73) , 2 
75 ( 1 00) , 260 (70) 



2 0 8-2 09°C 
[052 1] mm\S 2 : N- [ 2 - [ ( 2 -*W7 

)V] 2-7 x-;17$y-4-7 i"/Hf-;KyX 
TS K 

[0522] 

[•ftl28] 



H 2 H-S0 2 H 

Cr". 



N 

" Tl 



A/0 



[05 23] 2*S«ST. gttffl 7 3 T'ffiJi Lfc 2 - 7 
x-;17 J 7 - 4 - 7 x -;lxf ^il/- N - (2-XM/ 
77^^71^) ^<yX75 K500mg ( 1 . 0 
7ramol)aif, A- : JX<i->VT%J t°U/>289 
mg(2. 36mmol)«fl5tHo77y(10 
m 1 ) «FiStC?oo£IK V 7>/l-0 . 15ml ( 1 . 

ism mo i ) ^mim&x' lmmmwttdk. mm* 
msr^uz. vt/gmzfrziia*.. m^^x-mm 

£$JITS* L£ . ^ x )ti *f)V 9u~?Y<?77 

j-x-mmbx. sieft^4 5 5mg wmi5. o 

%) *Wz. 

[0524] NMR ( d , C DC 1 3 ) : 0. 83 (6 
H, d, J = 7Hz), 1. 80-1. 90 (1H, 
m). 3. 85 (2H, d, J = 7Hz). 6. 9S 

(1H, dd, J=8Hz, 2Hz), 7. 10(1 
H, ddd, J = SHz, 8Hz, 2Hz), 7. 24 



S0 2 H 



H 2 N-SD 2 H 

rV 



[ 0 5 2 7 ] MSmSiT. 2-7'f-;l/TSy-4- 
( 3 . 3 - f-A-T^-^ )-N-(2-^7rt 
^f;17i-;l) ^7SF300mg (0. 7 0mm 
o 1 ) Mf. 4-yyf)17Syf'Jyyi89mg 
(1. 5 5mmo 1 ) Of b5t FD7 5>- ( 1 0m 
\ ) mmz^mWO . 07ml (0. 74mmol) 



0 N 



"1 



-7.3 1 (4H, m) , 7. 3 
m) , 7. 47-7. 5 5 (3H 
H, br-s) , 7. 6S (1H 
z, 8Hz, 2Hz ) , 7. 76 
z) , 8. 03 (1H, dd, J 
8. 6 1 ( 1H, dd, J = 8H 
7(1H, s ) , 10. 27(1 
IR ( u, crn-i, KBr ) : 2 
674, 1 5S2, 1 556, 1 
424, 1 356, 1 226 
FAB-MS (m/z , %) 
3) , 26 5 ( 1 00 ) 
WjH'. 1 5 5-1 5 6°C 
[052 5] HJ»1J8 3 : N- [ 
7-4- (3, 3-i/*Wf* 

[0526] 
Hfcl29] 



2-7. 3 9 (4H, 
, m) . 7. 60(1 
, ddd, J =8H 
( 1H, d, J = 8H 
=8Hz, 2Hz ) , 
z, 2Hz ) , 9. 5 
H. s ) 

2 12, 17 16, 1 
5 1 6, 1 472, 1 



566 (M-H, 2 



2~ [2-7>A-7$ 



V 0 „ N W 



Uc . y'Ji n7h/57< -TIM8 L 

T, |ffifl:^g|2 5 0mg (JR457 6. 0%) 
[0528]NMR(5, CDC 1 3 ) :0. 96(3 
H, t, J = 7Hz), 1. 33(9H, s). 1.4 
4-1. 56 (2H, m) , 1. 63-1. 70 (2 
H, m) . 2. 04 (3H, s) . 3. 18 (2H, 



(62) 



*#BH¥1 1-1 7 1S48 



t, J = 7Hz) . 6. 6 6 (1H, dd, J = 8H 
z, 2Hz) . 6. 72 ( 1H. d. J = 2Hz) . 
7. 24 (1H, ddd, J=SHz, SHz, 2H 
z) , 7. 61 ( 1H, d, J = SHz) ,7.65 
(1H, ddd, J = 8Hz, SHz, 2Hz), 7. 
81 (1H, br-s), 8. 01 (1H, dd, J = 
2Hz ) , 8. 20 ( 1 H. b r-s ) , 8. 

J = 8Hz, 1Hz ) , 10. 02 



SHz, 

48 ( 1 H, dd, 
( 1H. s) 
I R ( v , cm 1 , 



K B r ) :3392, 3196, 2 



972, 2932, 2872, 222S, 1736, 1 



640, 1 598, 1 584, 1 564. 1 530, 1 
474, 1444. 1 348. 1 290. 1 236, 1 
2 12, 1154, S54, 766 
E I —MS (m/z, %) :4S9(m + . 73), 2 
75 (1 00) , 260 (70) 
1 5 5-1 5 6°C 

[0 5 29] $tfe0!8 4 : 2 -7 x-/k7S 7-4 -7 
i-^X^U-N- [2- [ (7i-^^fy*yW 
-ypr$7) 7^7t^/H 7i-;H KyXTi I* 

[0530] 

Hfcl30] 



H 2 N-S0 2 H 



,-0 



Q N 
H 



r 0" 



0 N 
H 



[0 5 3 1 3 ffi^m^T. mtmi 3?mmitz2 -y 

x^7^/-4-7x^xf-;^N- ( 
7t*4)V7x—)V) KyXTS K548mg ( 1 . 1 
8mmo 1 ) 4-^^;l/T5yeUv'>3 1 6 
mg ( 2. 6 0mmo 1 ) ^BfflgXfvW ( 1 0m 1 ) » 
?B:;oagi7x-/l'0. 18ml (1. 4 2 m m o 

i ) ztotm&TimmmnLtz. Rmmmmmm 

x-T^ta^LT. Iie^&5 2 0mg (JR*7 
5. 0%) fcftfc. 

[0 5 32] NMR (CDC1 3 ) 6 : 6. 96(1 
H, dd, J = SHz, 2Hz), 7, 00-7. 04 

(2H, m), 7. 11 ( 1 H, dd, J=8Hz, 8 
Hz) , 7. 18-7. 38, ( 1 1H, m) , 7. 4 
5(1H, d, J = 2Hz).7. 49-7. 53(2 
H, m) , 7. 68-7. 74 (2H, m) . 7. 82 

(1H, br-s), 8. 09 (1H, dd, J = 8H 



KBr) : 
1 748, 
1 4 98, 
1 320, 
1 128, 



dd, 
, 10. 

3392 
1 646 
1476 
1 28S 
898, 



J = 8Hz. 
23 ( 1H, 

. 3064. 
. 1 582, 
. 1 44 2, 
. 1 226, 
754 



z, 2Hz) , S. 63 (1H, 
Hz) , 9. 50 (1H, s) , 
s) 

I R ( v, cm" 1 , 
864, 2 2 1 6, 
560,1 528, 
4 20, 1 360, 
1 9 8, 1 1 62, 
FAB-MS (m/z , %) 
2) , 45 1 (1 00) 
WA: 14 6-147°C 

[05333 mmms5 2-7x^7^-4-7 

i-Aa^-^-N- [2 - [ [ (2-^Wot> 

[0534] 
Hfcl31] 



586 (M-H. 2 



H 

0 



S0 2 H 

Or" 



H If 



■-0 



0 R 

H 



c 



[0535] HiSWS 4 TIBft Lfc 2 - 7 x — ;l-7 S 7 



-4-7i-;PXf--;l/-N - [2- [ (7x-;M-* 



(63) 



Vm^l 1-17 1848 



75H05mg (0. 1 8mmo 1 ) Rtf. A Vf* 
/I7i>0. 04ml (0. 3 6mmo 1 ) OO-fe'y 

(5mi) iM^2P#rB»a?tLfCo mmmz*z 

-fc h - h >J i\,X'W^ a LX , Rie^tt 7 0 m g ( Off 
6 9. 0%) 

[0 5 36) NMR (CDC l 3 ) 8:0. 83(6 
H. d, J = 7Hz) , 1. 64-1. 71 (1H. 
m). 2. 91 (2H, dd, J = 7Hz, 6Hz), 
6. 2 3 ( 1H, br-S), 6. 94 ( 1 H. dd, 
J = 8Hz, 2Hz), 7. 1 0 ( 1H. ddd, J = 
8Hz, 8Hz, 1Hz) , 7. 21-7. 28 (3 
H, m), 7. 32-7. 4 0 (5H, m). 7. 45 
(1H, d, J = 2Hz). 7. 4S-7. 53(2 
H, m), 7. 66 (1H, ddd, J=8Hz, 8H 
z, 2 Hz) , 7. 69 ( 1 H, d, J = 8Hz), 



H 



7. 88 ( 1H, dd, J = 
6 ( 1 H, b r-s ) , 8. 
Hz, 1Hz) , 9. 56 ( 
(1H, s) 

I R ( i/ , cm" 1 , KB r ) 
064, 2960, 2932 
658, 1 580, 1 554 
472, 1442, 14 18 
288, 1 224, 1 1 52 
FAB-MS (m/z , %) 
6) , 26 5 (1 00) 
BWfc: 183~1S4°C 
[0 5371 S6HW86 : N 

2-7x-;i/TSy-4 
f 

[0538] 
Utl 32] 



8Hz. 2Hz ) . 8. 3 
56 ( 1 H. d d. J=8 
1 H, s ) . 10. 00 



3392. 
2220. 
1 530. 
1 344. 
7 52 
56 5 (M 



3 268, 
1 682, 
1498. 
1 320, 

-H, 1 



- [2 - [ [ (l^OA.* 



0 N 



,-0 



[0539] $mms 4T»6Ufe 2 - 7x-/l/7 5 J 
-4-7x^Xf-;l/-N - [2 - [ (7x-/M-* 

T5H200mg (0. 34mmol) v-?CK\ 
^x^T^yO. 09ml (0. 7 5mmo 1 ) CDO 
*£y ( 5m l ) Sffi«2imtt»aa[LX:« SKIi: 

£7* h~ h UA^IHSfiLT. WEfteft 1 3 6 m g 
(JR*6 7. 0%) fcfcfc. 

[0540] NMR ( £ , C DC 1 3 ) : 1. 06 (2 
H, m ) , 1. 20-1. 28(21-1, m), 1. 45 
-1. 70 (4H, m), 1.75-1. 85(2H, 
m) . 3. 4 5-3. 55 ( 1H, m ) .6.00(1 
H, br-S), 6. 96 (1H, dd. J = 8Hz, 
2Hz), 7. 11 (1H, ddd, J=8Hz, 8H 
z, 1Hz), 7. 24-7. 30(5H,m). 7. 
32-7. 40 (4H, m) , 7. 46 ( 1 H, d, J 



= 2Hz) , 7. 49-7 
4-7. 74 (3H, m) 
8Hz , 2Hz), 
z, 1 Hz ) , 9. 
H, s ) 

I R ( v , cm" 1 , 
240, 2940, 
1 584, 
1444, 
12 18. 



53 (2H. m) . 7. 6 
7. 89 ( lHdd, J = 
8. 57 ( 1 H, dd, J = 8H 
55 (1H, s) , 10. 03(1 



KBr) : 
2856, 
1 5 56, 
14 22, 
1154, 



3400, 
2 2 12, 
1 530, 
1 338, 
1 128, 



3316, 
1 686, 
149S. 
1 284. 
1 02S, 



662, 
470, 
252, 
56 

FAB-MS (m/z, %) : 591 (M-H. 9) , 
3 11 (100) 
Bt£: 1S8-1S9°C 

[054 1 ]Hte#JS7 : 2-7x-/U7S/-4-7 
x~;UX^-/l/-N- [2- [ (\Z'<VzsSfifr#->l> 

[0 54 2] 
Hfcl 33 3 
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.o 



0 



0 



-so 2 



H T 



,-0 



to543] mmm s 4 xmm i tz 2 - 7 * -/i^r 5 y 

-4-7x^Xf-;l/~N - [2 - t (7i^/W 

7SF200mg (0. 34mmol) fttf, t^'Jy 
>'0. 0 7ml (0. 7 5mmo 1 ) ^>'-i:>(5m 

0%) £f#£ 0 

[0544] NMR ( d , C DC 1 3 ) : 1. 55(6 
H, br-S), 3. 32(4H, b r - S > . 6. 9 
8 (1H, dd, J = 8Hz, 2Hz) . 7. OS (1 
H, ddd, J = SHz, SHz, 1Hz), 7. 24 
-7. 30 (5H, m) , 7, 31-7. 39 (4H, 



( 1H, d, J-SHz) , S 



= SHz . 2Hz ) 
z, 1Hz ) , 9. 
H, s ) 

IR(i/, cm" 1 , 
860, 22 1 2, 
562, 1 5 36, 
422, 1 3 1 6, 
1 60, 7 52 
FAB-MS (m/z 



00 ( 1H, dd, J 
, 8. 49 ( 1H. dd, J = SH 
64 ( 1H, s) , 10. 53(1 

KBr) : 3 26S, 2940, 2 

1 682, 1 660, 1 582. 1 

1 498, 1 478, 1 44 2, 1 

1 286, 1 256. 1 228, 1 



%) : 577 (M-H. 1 0 



m) , 7. 47-7. 57 (3H, 
H, ddd, J = 8Hz, SHz, 



m) , 7. 
2Hz ) . 



64 ( 1 
7. 90 



0) , 265 (66) 
BJA: 1 63-1 64'C 
[0545] 3IJW1J88 : N- 

;H 2-7x^/U7^ 7-4- 

rsH. 

[0546] 
Htl34] 



[2 - [ [ (4-*+)V 
y ] x/l/*x;U] 7x- 



O 



H 

N-S0 2 H 



vO" 

°«"o 



Me-N^l H 



[0547] HSfeflflS 4T'SBt Lfc 2 - 7x^7 $ y 
-4-7x-Wf-;^N - [2- [ (7x^iW 
i^/Mfx^rsy ) 7i-;H <yX 

75H160mg (0. 27mmol) RTf % 1 
/l/h'^^f/yO . 0 7ml (0. 75mmol)^y 
-tfy ( 5m l ) »a*2«fiaiiffl!BlSKLfc. KJ&&tt£ 



(JR*81 . 0%) 

[0 54 8] NMR (S,CDCl 3 ):2.23(4 
H , b r - s ) , 3. 44(4H, br-s), 6. 8 
4 ( 1H, d, J=8Hz) , 6. 94-7. 04 (2 
H, m) , 7. 1 6 ( 2H, 
1-7. 30 (6H, m), 
H, m) , 7. 76 ( 1H, d, J = SHz ) ,7.9 
3 (1H, br-s) , 8. 33 (1H. d. J=8H 
z) . 9. 56 ( 1H. s) 



d. J -SHz ) , 7. 2 
7. 34-7. 44 (4 



I R (u , cm' 1 . KBr) 



10. 39 ( 1 H, s ) 
3 3 1 6. 3 0 56, 2 
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940, 2856, 2800. 22 1 2. 1 660, 
590, 1 556, 1 536. 1498. 1464, 
442, 1420, 1 320, 1 292. 1 266, 
226. 1 142, 1 106. 756 
FAB-MS (m/z, %) : 592 (M-H, 6 
2) . 1 97(1 00) 



1 SUS: 18 1-182'C 

1 [0549] ###J44 : 2- [ (4-75/) 7x- 

1 )VX.^Z.iV- 2-7'+>VT i /OX7 5 H ] £.S.#I? 

[0550] 

[-(1:13 53 



7^ 




[05 5 1 ] 2- ( 2-7>/U75/- 5-3- F'vy 
XT 5 H) £&#R-Xf-A'3 OOmg ( 0. 6 6 m mo 

1 ) CD^xf^TSV (12ml) Mff7tFn7 
y> ( 5m 1 ) c7)^^?g^4-xf--;l/r- , J>'2 0 
Omg ( 1 . 7 2 m m o 1 ) , y';aoh"Xh l j7x- 
;^7^A'7yW2 3mg (0. 0 3mmo 1 ) 
a^H^-ftffll 2mg (0. Obmmo 1 ) ^jDi. g 

av«s«*«*T*«»:ffif*L > as*si«7 h ! J ^AtK 

^h^57-f-tKH8U SfEfc£»2 7 0mg (JR* 
9 2. 6%) £f#*r 0 

[0 5 5 2] NMR U, C D C 1 3 ) : 0. 97 (3 
H, t, J = 7Hz ) , 1. 42-1. 5 2 (2H, 



MeOOi 



m) , 1 . 64-1 . 7 2 
3. 22 ( 2H, m) , 3 
7 (3H, s) , 6. 63 

6. 68 ( 1H, d. J = 
4(1H, m). 7. 33 

7. 46 ( 1 H, dd, J 
7. 61 (1H, m) , 7 
z ) , 7 . 95(1 H,t 
( 1 H, dd, J = 3, 1 
( 1 H, d, J = 8Hz ) 

[0553] mmm9 

;|/X^-;l/-2-7>/l/7 
[0554] 
Ull 36] 



(2H, m) , 3. 1 
. 78 ( 2H, s ) , 

(2H, d, J = 8H 
9Hz ) .7.08- 

(2H, d, J = 8H 
= 9, 2Hz ) , 7. 
. 88 ( 1 H, d, J 
, J = 5Hz ) , 8. 
Hz), 8. 66-8 
, 11. 7 1 ( 1 H, 

2- [ (4-rsy) 



s- 

3. 9 
z) , 
7. 1 
z) , 
55- 
= 2H 
07 
. 72 
s) 

7x1 




[0 5 5 5] ##^j4 4T«itL7t2- [ (4-75 

y) 7 x-;i/xf 2 - 7'*f s y^yxr s 

F] $MS^f/l/270mg (0.6 lmmo 1 ) (0 

vi[**rv (20mn mmz 1 m-*bml+ f u ^ 

#iBifc3m 1 £Jn;t. aaT2 4ii*BHWPLfc. RJSi£ 
»tciM-J3&£jD;i. ifttfcLfcft. BRx^-Ctt 

7 Omg (JR$6 5. 2%) 

[05 56]NMR(6", CDC 1 3 ) : 0. 98(3 
H.t,J = 7Hz),1.43-1.54(2H, 
m) , 1. 64-1. 74 (2H . m) . 3. 21 (2 
H , t, J = 7Hz), 6. 57(2H. d, J-8H 
z) , 6. 69 ( 1H, d, J=9Hz) , 6. 97- 



7. 04 (1H, m) , 7. 33 (2H. d, J = 8H 
z) , 7. 47 ( 1H, dd, J = 9. 2Hz) , 7. 
5 7-7. 64(1H, m) . 7. 88 ( 1 H. d, J 
= 2Hz), 8. 01 (1H, dd. J = S, 1H 
z ) , 8. 78 ( 1 H, d, J = 8Hz ) . 11. 68 
( 1H, s ) 

IR cm 1 , KBr) : 3 396. 1 6 52. 1 

592. 1 528, 1 224. 764 

FAB-MS (m/z. %) : 4 26 (M-H. 10 

0) 

It* : 1 9 0 #fi? 

[0 5 57] ##014 5 : 2- (2-?nn-5-7x 
-^xf-/KyX7 S F ) SMBit/l' 
[05583 
Hfcl3 7] 
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[0559] 2-;dd-5-7i - /Uxf- ->1%SM 
182 . 8 g ( 1 0 . 9 1 mm o 1 ) ^iS^y-tV ( 2 
0ml) ®mzt&itJ-*-/l 2.0ml Rtf N , N--J 

», }8«*«ffiTS*Lfc. 8»ft£*Rx^ (20 
ml ) fcSHU £ft£*ftT«i8J&'J'>A2. 3g 
(16. 3 6 mm o 1 ) . 2 -T5 ySJRSBxf-^ 
1. 6ml (10. 91mmol)«*(20ml)S 
tABffix^ (10) oS£?MaSTU Sa? 1 8 

MyWy;^n?H/57^- TSUI! L , SK-fb-^ 
1*4 . 1 2g (JR*9 3. 5%) £f»fc. 




[0 5 6 3] ##ffl4 5T'i!i§U:2- (2-7on- 
5-7 x^xf-/KyX7 5 H ) £A#iSx^ 

4. 12g (10. 20mmol)(W^-;K20 

m i ) sfiat i m -Amvc-r v v v^mms omij 
mi. 3mswmviLti. KmrniziM-mmtz 

Ml. MtttcUitt, W&xwcmiLti. tllr 

^^(CTBSS&U «E^ft3. 26g <!R$8 

5. 0%) 

[0564]NMRU,CDC1 3 ) : 7. 14- 




[0 5 67] ##W4 6TS!jSU!:2- (2-?oo- 
5 - 7 x -;i/Xf-;KyX7 $ H ) £,f.#i§x^ 
0. 9 0g(2. 3 9mmol)C0N, N - f-ZtOC 

^-i^y^rsy (8m i ) mmz&mtw&o. 40 

g(2. 87mmol)W5wt. ^OiSttltfflS-jD 
x. . ft* + 1 8 0 «CT 3 B^flffi^Sff Lfc&. £fi i T 
ifrfflLfc. EJeSSaciM-JgKfcflqx., ilttxf-A'T 

5/ W^n? h/77< -?mm LWRttte 
feO. 4 2g (JR*4 1. 1%) 
[0568] NMR(5, DMSO-d6) :2. 83 




[0 5 60] NMR (5, CDC 1 3 ) : 1 . 40 (3 
H, t , J = 7Hz) , 4. 37 (2H. q, J = 7H 
z) , 7. 14-7. 20 ( 1H. m) 7. 34-7. 
40 (3H, m) , 7. 45 ( 1H, d. J=8H 
z), 7. 5 0-7. 58(3H, m). 7. 6 0- 
7. 66 ( 1H, m) , 7. 80 ( 1H. d, J = 2H 
z) , 8. 10 (1H, dd, J=8. 1Hz) . 8. 
88 ( 1H, d, J = 8Hz ) , 11. 57 ( 1 H. 
s) 

[0 56 1 ] ##0IJ4 6:2-(2-?DO-5-7x 
-;Hf-;KyX7 $ H ) £,f.#SS 
[0562] 
[-fLl 38] 




7. 20 (1H, m) , 7. 33-7. 38 (1H, 
d, J=8Hz), 7. 50-7. 58 (3H, m) . 
7. 64-7. 70 ( 1H. m) . 7. 81 ( 1H. 
d, J=2Hz) , S. 12 (1H, dd. J = 8, 1 
Hz) , 8. 98 (1H, d, J = 8Hz) ,11.3 
9 ( 1 H, s ) 

[0565] mmm90 ■. 2- [ (2-^^rs 

7) Xf-;P7 S 7 - 5 - 7 x -;Hf-KVX7 5 

[0566] 
[ftl 39] 




(6H, s ) , 3. 29 (2H, t, J=7Hz) , 
3. 64-3. 74 (2H. m) . 6. 98 (1H, 
d, J = 9 H z ) , 7. 19-7. 2 6 ( 1 H , m ) . 
7. 40-7. 46 (3H, m) . 7. 4 9-7. 5 5 

(2H, m), 7. 58 ( 1H, dd, J = 9, 2H 
z) . 7. 62-7. 68 ( 1H. m) . 7. 9 1 ( 1 
H, d, J = 2Hz) , 7. 94-8. 00 (1H, 
m) , 8. 04 ( 1 H, dd, J = 8, 1 Hz ) , 8. 
53 ( 1H, d, J = 8Hz ) , 11. 98(1H, 
s) 

I R ( u , c rrr i , KBr) : 2 2 0 8 , 1680, 1 
660, 1 592, 1 530. 1 228. 7 54 
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FAB -MS (m/z, %) : 4 26 (M-H. 1 0 
0) 

HI* : 181-183'C 
[0569] maM® 1 : A C C PMrvStt^ilK! 
1. ACCcDftM 

12M^ttttSD^5 yh5r2Blia*e^. Hi^lS 
4(67%sucrose, 17. l%casein, 
9. S%ce 1 lulose. 5%salt, 0. 1% 
choline chloride, l%vitami 
ns) £2 0134*. x— f/UBBTKBrffl. 8A£fT 

(22 5mM mannitol, 7 5mM sucr 
ose, lOmM Tris/HCl (pH7. 5), 
0. 05mM E DTA— 2 N a , 5mM potas 
sium citrate, 2. 5mM MnCl 2 , 
10mg/l aprotinin, 1 Omg/1 1 
eupeptin, 1 Omg/1 antitryps 
in) ^X'Zmmtmi. *#fcfe*Lfc8L 5m 
l/giC&SJ^OMEASrfln*.. tf'J hn^y 
Wf-t4»^yWXU;, 1. 0 0 

o gt i owsm^mucm, ±.m 17, 0 0 0 g 
X'i otimamwi-mit:. 

[0570] %t?ixt:±.m 3 5 %fc$r* i 3 fcSKKT 

y^-v&ztot. 4 17. 00 og 

x-i otttsmmzmMLti. mtitcimiz 100m 

KOlfiSB (lOOmM Tris/HCl ( P H 
7. 5), 0. 5M NaCl, ImM EDTA-2 
Na, 0. ImM DTT, 1 0%g 1 ycero 1 , 
1 0mg/l aprotinin, 1 0mg/l 1 
eupeptin. 1 0mg/l antitryps 
i n ) %tint % 4 0. 0 0 0 gt'2 0#lf j@3'l>#$££ 
ffV\ ±»£l 5 0«FS«a«ffl|C ( 1 OOmM Tr 
i s/HC l(pH7. 5),0. 5M NaCl, 1 
mM E DTA— 2 N a , 0. ImM DTT. 10% 
glycerol ) T'-Bjfcj&BT U 5u Mf5<7)7 4 /I/* 

f - > * *tfH«S B ? A C C * »!£ Lfc . 
[0571] 2 . AC CHMHStt<75«£ 

unesiitwcujft Lfcfc£* £ mm d m s o est? 

LfiyXmTMZXtl. 250u KDACCSr-ttflS 



HI (40 mM Tris/HCl (pH7. 5). 4 
OmM M g C 1 2 . 4 0 m M sodium cit 
rate, 2mM DTT, lOOyxg/ml fat 
ty acid free B S A) 3 7*CT 

3 0 mmOttm I . 74kBqc9NaH 
14 C0 3 &-£tf2 50// 1 OKiii2 (4 OmM Tri 
s/HC 1 ( P H7. 5) , 2mM DTT. SmM 
ATP, 0. 5mM acetyl C o A ) SrtffiflD 
U 5SK 3 7 XTC 1 0 ^HMfflllTDP^ LJtf&iC 0 . 1 
mliOlN-HC 1 £8Mol/CRJE£fM:Lfc. iiJEET 

: mis v f- v 3 y a - izx 1 4 C wttMtiBSrifg 

Jfctfc. ^-ft^ftlWPlWvStt ( 5 . 6 X 1 0-'mo 1 ) 

zmmm. i fcjRt. 
[0572] a«!S&2 : «nBF<3iigiisB^i£(^t&a 

SvStt (FA&4tilM$-£tt) 
WESSSM-CtBt UcOHWDM S OTiSfi? 
U HlHSSliS (DMEM, 0. 05jUg/ ml Ins 
u 1 i n. 0 . lrag /m lglucose.18. 5 
kBq/ml [><C] -glucoselCfinU. 
0. 7 5X 1 0 6 eel 1 s/m 1 KifflglLrt:. ifcH 
epG2||l, 1 2 we 1 1 p 1 atetelml/w 
el lTiSfflL. 5%C02. 3 7lCTMIWS«tt US 
Jgjfc: DMEM. 4. 5 g/m 1 . $OP3-*, 1 0% 
FBS) «KPBS (-) ^»{CT2S«t?f U 
iiltiH. 5ml/wel lT'SSDDL^m. 5% 
C O 2 . 3 7 °CT" 3 P$rat£» Lfc . *8*ft. ttz P 
BS (-) |«KBreai|fiSr2*«t#l^ A>not» 
<OSi«^liK«iai?S (?no*W : ;*?y-/l/=2 : 
1) tTttittLfc. ttffittfcx*/-^2. 5mli3j; 
V3 3%*IHb& •> A 0 . 1ml fcjDiT 7 0*CT' 1 

■+r y : ^"Xf-^X-r/U : BM£= 8 0:20: 1 ) (-T 

gist*. iissis^Hv^fegce^^iRL. -ttottstte 

£»<9lMFiStt% ( 3 . Ox 1 0" 5 M) Sr^/t. -c<0 

[0 573] 
[HI] 
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nm 


1 ft£fc« 


ACCUSE (56) 
(5. 6 x 1 0" B M) 


fa arte* 

(3.0X10* 


(X) 
■»M) 


7 


2- (4 -^>^;i/r + v - 
2 -7x^7» y<>x*7 
S K) $SIS 


2 2. 


8 


9 2. 


3 




8 


2- (2-7i-/lTi;- 

r ; k) &m® 


5 3. 


7 


7 6. 


2 




9 


2- [4-7x^1X^1 

-2- (3- M into/ 

f^7a^ji/T ; y> 'OX 
r * K] 


6 1 . 


3 


6 6. 


5 




1 5 


2 - ( 2 -^^1/7; 7 - 
4 -7 .T^/l/^f-/t/<>X 
T $ K) %Jg» 


4 0. 


2 


3 4. 


9 




1 6 


2- (2-"Ov>^7iy- 
4 -7 A.xjUi.f-x/U'OX 
T $ K) SMISSfc 


5 7. 


8 


5 1. 


2 




2 1 


2 - (2 -n-^7W; 

yoxrx to 


4 1. 


5 


3 7. 


2 




2 2 


2- (2 -n-fy/lT; J 
<>A7 i K) £J»B 


3 7. 


3 


3 6. 


0 




3 0 


2 - (2. 6-yMv^7 
* y<yX7 5 K) SJ&*» 


3 8. 


4 


9 1. 


6 




3 1 


2 - [4 -7s-Mf-;l/ 
- 2 - (3 - 7i^ae 
toTi J) *>Xn K3 $ 


9 3. 


7 


5 0. 


5 




3 3 


-7i^ibXf^M>^'7 


7 7. 


2 


6 2. 


5 




3 5 


2- [5-7xX^xfx;i/ 
-2 - (3-7xX^af 


6 9. 


0 


5 4. 


9 




3 6 


2- (2 -7i-i7; y- 
5 -7iX/l»xfxM>X 
T £ K) £J§«£ 


8 7. 


8 


8 2. 


8 




3 7 


-7iX/l.xfx;K>X7 

$ K) 


4 1. 


7 


7 8. 


6 
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(5. 6X 1 0" e M) 


CI Ox I <r 5 M) 


1 0 


2 - [2-7*)l7Z/-5 
- (4 - hD7xi^ J- 


6 9.9 


8 0. 


5 


4 1 


2 - [2~7f^7;/-5 
- (4 -i/7/7i-;i/) - 
^-KOXJi K] 


8 0. 5 


8 5. 


3 ! 


4 2 


2- [2-7f"Jl/T£y-5 
- ( 4 - t Knfj/7*-A 
) xf.zM/X7; K] £ 


9 2. 5 


5 4. 


7 


4 3 


2 - (2-^>l/7; >-5 
5 K) 


7 9. 0 


9 7. 


3 


4 4 


2 - (2-x*;t/7* /-5 
- 7 x x;i/X x jUa; >XT 
5 K) $&» 


8 6. 5 


9 8. 


3 


4 5 


2 - (2 -rfu^JlTl J - 
T i K) 3c©§8* 


a t. 6 


9 5. 


0 


4 6 


2 - ( 2 - 'f+AfT I y - 5 
- 7 i-;i/Xf^.;K>7:7 


7 9. 8 


8 5. 


7 


4 7 


t:_Ann-2 - ( 4 - < > 

2 -7i^;b7 
; /OXri K) £J&#K 


7 3. 1 


7 7. 


6 


4 9 


3 — C 4 ;M-+*>- 

2— :7xX ;UT 5 7<>X'7 


7 5. 2 


5 6. 


6 


5 2 


2 - (4 - 'O 

2 -7x^7 i /OX7 

i K) - 5-t Kcr*f$J& 


4 9. 4 


25. 


2 


5 3 


5-;dd-2 - (2-7x 
x;l/7 5 y 4 -7x^;Uf 
^;W>Xr = K) 


8 4. 1 


6 4. 


4 


5 5 


3- (2-7xJi/U7^ 
7; 10 -2-*7*U>* 


5 8. 9 


4 2. 


4 
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#5 (5. 6xlO" fl M) 


FA£ttlB3 (SO 
(3.0 x 1 <r 5 M) 


5 B 


5 -y (2-7 
x~/U7 i 4 -7.x— JU 


7 5. 3 


5 3. 


6 


5 7 


5-yf-/l/-2- (2 -7x 
-/U7 i J - 4 -7x— ;VX 
f-Myr/; K) 


7 8. 0 


6 7. 


6 


5 9 


3 _ (2-7 a-. — JUT ; V - 
4-7 x^/uxf-^/bKyX 
7 5 K) f-*7x^*;u**>iS 


5 5.1 


8 5. 


3 


6 0 


5 -7a^r- 2 - (2 -7i 
x;UT i J -4 -7i^;l/i 


8 2. 1 


6 7. 


1 


6 1 


1 - (2 - 7x— )17 i J — 
7 3 K) i/^LiM^^flJU 


3 0.0 


7 0. 


3 


6 2 


2- [4 - 1 - 
-T/U) - 2-7x^7 i / 
7x^7; M>X7; K 


6 7.4 


7 0. 


2 


6 3 


2- [4- (3. 3-S>*^ 
;U7f--/U) - 2 -7x-;U 
/ v / / >. r J sc,©.-&f« 


8 0. 7 


8 7. 




6 4 


2- [2-7x-7U7; / - 
4 - C^>*>- 1 -ttV) 


7 4. 1 


8 7. 


2 


6 5 


2- [2-W7W-4 

- (3. a-^yf-zu^- 


4 8. 5 


59. 


6 


6 6 


2- [2 -7* AT* >-5 
- C2-tf 'J i?;Uif--;U) 


4 7. 8 


7 2. 


2 


6 7 


2- [2-^^75 >-5 
/U) ^>X7* K] 


5 6. 7 


6 5. 


6 


7 4 


N- t2 - (2-7i-^7 

^ y - 4 -7x-i^-;t 

<>X7; K) *<>i*>Xfo 
*-;U] OX7; K 


52. 9 


5 8. 


6 
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1 ft£&£ 


ACCIBSSft (%) 
(5. 6 * 1 0" B M) 


a ox i o- & m) 


7 5 


N- [2- (2-7x^7 

*.=Jly] - 4 - MJ7/l/*D 

^fM>XTi K 


2 6. 


0 


1 4. 6 


7 6 


N- [2 - (2-7x^-/1/7 
= 7-4 - 7xA/bXf^ 
^>X7i K) ^>i?>x;l/ 
sfriAO 74? h7i K 


8 7. 


5 


6 9. 4 


7 7 


N- [2 - <2-7r^/U7 
^\^>7; K 


8 8. 


1 


8 4.9 


7 8 


N- [2 - (2-7--A7 
= 7-4 -7x-/Uf-;l/ 
K>XT; K) K>«t?>X/U 


5 9. 


5 


1 9. 7 


7 9 


N- [2- (2-7x.~;U7 
= 7-4 -7x-;Uf-^ 

/<>X7; K) <yMs7si]/ 


8 3. 


7 


6 4. 9 


ft 0 


N - [2- [4- (3. 3- 

y/f-^yf--;M -2-7 

7 4 K 


4 9. 


7 


6 7.7 


8 1 


N- [2- [4- (3, 3- 

vtwrr-Ad -2-7 

7 4 K 


2 8. 


0 


8 4. 4 


8 2 


N- C2 - [ 

a fAtf * > ft >U7 4 
7) 7.^7 ^—/U] 7x-/l' 
] 2 -7x-/V7;/-4 - 
7x-;Vif-/K>X7; 


9 1. 

K 


9 


6 7, 2 



[0577] KHfct ( I ) T^S<t6iRffl^3f#«ir 5 YUmtoZ 



7oy h^-i/co*^ 



(51)Int.C1.6 
A6 1K 31/19 
31/38 
31/44 
31/445 
C0 7C 255/58 
311/46 
311/51 
C0 7D 213/56 
213/80 
295/14 
333/24 
333/38 



60 1 



F I 

A6 1K 31/19 
31/38 
31/44 
31/445 
C 0 7 C 255/58 
311/46 
311/51 
C07D 213/56 
213/80 
295/14 
333/24 
333/38 



60 1 



(72) 



imf- 1 1 - 1 7 1 8 4 S 



lD}C*+*KB*«8W2TB62»5-9 



